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AB The invention is related to a pharmaceutical composition comprising 

pharmaceutically acceptable carrier or diluent and: (a) an inhibitor of the 
respiratory syncytial virus ( RSV) fusion protein of formula I [X = H, 
(un) substituted alkyl; Y = hetero/aryl, alkyl, alkoxy, etc.; Z = CH2 and 
derivs.; Rl = H, CONH2 and derivs., C02H and derivs., (un) substituted alkyl; 
R2 = H, NH2, alkenyl, etc.; R3 = H, alkenyl, C02H, etc.; Q = 1,2- 
dihydrobenzotriazol-l-yl, 2 , 3-dihydroindazol-l-yl , etc.]; and (b) a 
benzodiazepine derivative of formula II [Rl = alkyl, hetero/aryl; R2 = H, 
alkyl; each R3 = independently halo, OH, alkyl, alkoxy, NH2, CN, etc.; n = 0- 
3; R4 = H, alkyl; X = CO, SO, S02, CONH and derivs.; R5 = (un) substituted 
hetero/aryl, heterocyclyl ] capable of inhibiting RSV replication; the 
composition provides an additive and synergistic therapeutic effect in 
treating or preventing an RSV infection. The invention is also related to the 
preparation of benzodiazepines II. Thus, reacting ( S ) -3-Amino-5-phenyl-l , 3- 
dihydrobenzo [e] [ 1 , 4 ] diazepin-2-one with 2-chloro-4- (morpholin-4-yl ) benzoic 
acid gave (S)-III. The fractional inhibitory concentration (FIC) for 
benzodiazepine III in combination with benzimidazole IV = 0.3, demonstrating a 
synergistic interaction. 
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AB A pharmaceutical composition which comprises a pharmaceutically acceptable 
carrier or diluent and: (a) an inhibitor of the RSV fusion protein; and (b) 
benzodiazepine derivative capable of inhibiting RSV replication is highly 
active against RSV. 
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AB Respiratory syncytial virus (RSV) is the cause of one-fifth of all lower 

respiratory tract infections worldwide and is increasingly being recognized as 
representing a serious threat to patient groups with poorly functioning or 
immature immune systems. Racemic 1 , 4-benzodiazepines show potent anti-RSV 
activity in vitro. Anti-RSV evaluation of 3-position R- and S-benzodiazepine 
enantiomers and subsequent optimization of this series resulted in selection 
of a clin. candidate. Antiviral activity was found to reside mainly in the S- 
enantiomer, and the R-enantiomers were consistently less active against RSV. 
Analogs of 1 , 4- ( S ) -benzodiazepine were synthesized as part of the lead 
optimization program at Arrow and tested in the XTT assay. From this 
exercise, (S) -1- (2-f luorophenyl) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] - diazepin-3-yl ) -urea, 17b (RSV-604) was identified as a clin. 
candidate, exhibiting potent anti-RSV activity in the XTT assay, which was 
confirmed in secondary assays. Compound 17b also possessed a good 
pharmacokinetic profile and has now progressed into the clinic. 
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AB Angiogenesis may be initiated or increased through the use of y-secretase 

inhibitors. The y-secretase inhibitor can be a dipeptide class, sulfonamide 
class, transition state mimic class, benzodiazepine class, or benzocaprolactam 
class y-secretase inhibitor. Methods for initiating and increasing 
angiogenesis are used for disease prevention and treatment as well as for 
generating research models. Thus, cells treated with 0.16 uM of a 
sulf onamide-class y-secretase inhibitor 1- ( S ) -endo-N- [ 1 , 3 , 3 ] - 

trimethylbicyclo [2 . 2 . 1 ] hept-2-yl-4-f luorophenyl sulfonamide (I) showed a 100% 
increase in length (280 |im ± 23 (xm vs. 120 jam ± 15 urn for the control cells), 
demonstrating promotion of angiogenesis. When coadministered with VEGF, a 
concentration of 20 uM I resulted in an average sprout length of 480 um ± 19 
pm, whereas control cells treated with VEGF alone had an average length of 370 
fxm ± 25 |im. More titrns. might reveal effects of a sulfonamide group compound 
at lower concns. as well. 
IT 646036-32-0 
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hydroxy- (CA INDEX NAME) 
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ing of a high dose, high solubility active ingredient as 
a low dose active ingredient as immediate release where 
mmediate release active ingredient and modified release 
from 1:10 to 1:15000 and the weight of modified release 
active ingredient per unit is from 500 mg to 1500 mg; a process for preparing 
the dosage form. Tablets containing 10 mg sodium pravastatin and 1000 mg 
niacin were prepared The release of sodium pravastatin after 24 h was 67.7%, 
and the release of niacin after 1 h was 84.1%. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention is related to a pharmaceutical composition comprising 

pharmaceutically acceptable carrier or diluent and: (a) an inhibitor of the 
respiratory syncytial virus ( RSV) fusion protein of formula I [X = H, 
(un) substituted alkyl; Y = hetero/aryl, alkyl, alkoxy, etc.; Z = CH2 and 
derivs.; Rl = H, CONH2 and derivs., C02H and derivs., (un) substituted alkyl; 
R2 = H, NH2, alkenyl, etc.; R3 = H, alkenyl, C02H, etc.; Q = 1,2- 
dihydrobenzotriazol-l-yl, 2 , 3-dihydroindazol-l-yl , etc.]; and (b) a 
benzodiazepine derivative of formula II [Rl = alkyl, hetero/aryl; R2 = H, 
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alkyl; each R3 = independently halo, OH, alkyl, alkoxy, NH2, CN, etc.; n = 0- 
3; R4 = H, alkyl; X = CO, SO, S02, CONH and derivs.; R5 = (un) substituted 
hetero/aryl, heterocyclyl ] capable of inhibiting RSV replication; the 
composition provides an additive and synergistic therapeutic effect in 
treating or preventing an RSV infection. The invention is also related to th 
preparation of benzodiazepines II. Thus, reacting ( S ) -3-Amino-5-phenyl-l , 3- 
dihydrobenzo [e] [ 1 , 4 ] diazepin-2-one with 2-chloro-4- (morpholin-4-yl ) benzoic 
acid gave (S)-III. The fractional inhibitory concentration (FIC) for 
benzodiazepine III in combination with benzimidazole IV = 0.3, demonstrating 
synergistic interaction. 
IT 865 ] 08 ?P, (S) -4-Fluoro-N- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [l,4]diazepin-3-yl)-2- ( piper idin- 1 -y 1 ) ben z amide 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of RSV replication-inhibiting benzodiazepine 
derivs. for use in pharmaceutical compns. in combination with RSV 
fusion protein inhibitors) 
RN 865471-08-5 HCAPLUS 

CN Benzamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ] -4- 
fluoro-2- (1-piperidinyl) - (CA INDEX NAME) 

Absolute stereochemistry. 
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AB Use is claimed of benzodiazepinones (shown as I; variables defined below; e.g. 
6- ( 4-methylpiperazin-l-yl ) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 

benzo [e] [1, 4] diazepin-3-yl) nicotinamide (shown as II)) or an N-oxide thereof 
or a pharmaceutically acceptable salt thereof, in the manufacture of a 
medicament for use in treating or preventing an human respiratory syncytial 
viral (RSV) infection. RSV antiviral activities for 52 examples of I are 
tabulated. For I : Rl = Cl-6 alkyl, aryl or heteroaryl; R2 = H or Cl-6 alkyl; 
each R3 = halogen, hydroxy, Cl-6 alkyl, Cl-6 alkoxy, Cl-6 alkylthio, Cl-6 
haloalkyl, Cl-6 haloalkoxy, amino, mono (Cl-6 alkyl) amino, di (Cl-6alkyl ) amino, 
nitro, cyano, C02R', CONR'R'', NHCOR ' , S(0)R', S(0)2R', NHS(0)2R', S(0)NR'R'' 
or S(0)2NR'R'', wherein each R' and R'' = H or Cl-6 alkyl; n = O to 3; R4 = H 
or Cl-6 alkyl. X = CO, CONR', S(O) or S(0)2, wherein R' is H or a C1-C6 alkyl 
group; and R5 = a heteroaryl or heterocyclyl group which is substituted by a 
C1-C6 hydroxyalkyl group or a -(C1-C4 alkyl ) -XI- (C1-C4 alkyl ) -X2- (C1-C4 alkyl) 
group, wherein XI = -0-, -S- or -NR', wherein R' = H or a C1-C4 alkyl group 
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and X2 = CO, SO or S02, or R55 = -A1-Y-A2, wherein Al is an aryl, heteroaryl, 
carbocyclyl or heterocyclyl group; Y = a direct bond or a C1-C4 alkylene, S02, 
CO, -0-, -S- or -NR ' moiety, wherein R' is a C1-C6 alkyl group; and A2 is an 
aryl, heteroaryl, carbocyclyl or heterocyclyl group. Although the methods of 
preparation are not claimed, .apprx.50 example prepns. are included. For 
example, II was prepared in MeCN using microwave heating and Et3N from N- 
methylpiperazine and 6-chloro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) nicotinamide, which was prepared in DMF from 3- 
amino-5-phenyl-l , 3-dihydrobenzo [e] [1, 4] diazepin-2-one and 6-chloronicotinic 
acid using O-benzotriazol-l-yl-N, N, N ' , N ' - tetramethyluronium 
hexaf luorophosphate and Et3N. 
IT 865471-08-5P, ( S ) -4-Fluoro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4]diazepin-3-yl)-2-(piperidin-l-yl) ben z amide 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; benzodiazepinones for treating or preventing human 
respiratory syncytial viral infection and other diseases) 
RN 865471-08-5 HCAPLUS 

CN Benzamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ] -4- 
fluoro-2- (1-piperidinyl) - (CA INDEX NAME) 

Absolute stereochemistry. 
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AB The invention is related to combination of one or more CB2 modulators of 
formula I [X = CH, N; Y = (un) substituted Ph; Rl = H, cyclo/alkyl, 

(un) substituted haloalkyl; R2 = C(R7)2R3; R3 = (un) substituted non-aromatic 
heterocyclyl, cycloalk ( en ) yl , 5-6 membered aromatic heterocyclyl , etc.; R4 = 
H, COMe, S02Me, cyclo/alkyl, (un) substituted haloalkyl; R6 = Me, CI, CHmFn; n 
= 1-3; m = 0-2; (n + m) =3; R7 = H, alkyl; when X = CH, R6 = CI, or 

(un) substituted alkyl and R10 = H, or R10 = CI, or (un) substituted alkyl and 
R10 = H; and their pharmaceutically acceptable salts] and one or more PDE4 
inhibitors useful for treating conditions which are mediated by the activity 
of CB2 receptors or conditions which are mediated by PDE4, such as an immune 
disorder, an inflammatory disorder, pain, rheumatoid. The invention is also 
related to the preparation of CB2 modulators I. For example, reacting 
cyclobutylamine with 6- (2, 3-dichlorophenylamino ) -4-trif luoromethylnicotinic 
acid (preparation given) gave II in 81% yield. Selected I had EC50 values of 
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>3 0 0 nM but <1000 nM and efficacy value of >50% at the cloned human 
cannabinoid CB2 receptor. Three formulations are given. 
IT 245329-99-1 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(PDE4 inhibitor, combination therapy agent; preparation of 
aminopyri (mi ) dinecarboxamide CB2 modulators for use in combination with 
PDE4 inhibitors for treating pain, immune, inflammatory and rheumatic 
diseases) 
RN 245329-99-1 HCAPLUS 

CN 4-Pyridinecarboxamide, N- (3, 4, 6, 7-tetrahydro-9-methyl-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) - (CA INDEX NAME ) 
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A method is described for the prevention and/or treatment of respiratory 
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prevention or treatment, the method comprising administering to the subject a 
cyclooxygenase 2 inhibitor in combination with a phosphodiesterase 4 
inhibitor. Also described are therapeutic and pharmaceutical compns. and kits 
that are useful in the invention. Preparation of celecoxib and of roflumilast 
is described, as is the production of a composition containing these two 
compds . 

2 9 --I, CI 1018 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(CI 1018; COX2 inhibitor-PDE4 inhibitor combination for treatment and 

prevention of respiratory inflammation) 
245329-99-1 HCAPLUS 

4-Pyridinecarboxamide, N- (3, 4, 6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) - (CA INDEX NAME) 
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UG, 


. US, uz, 


VC, VN, 


YU, 


ZA, ZM, ZW 




RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, MZ, 


MA, 


SD, SL, 


SZ, TZ, 


UG, 


ZM, ZW, AM, 




AZ, 


BY, 


KG, 


KZ, 


MD , 


RU, TJ, 


TM, 


. AT, BE, 


BG, CH, 


CY, 


CZ, DE, DK, 




EE, 


ES, 


FI, 


FR, 


GB, 


GR, HU, 


IE, 


. IT, LU, 


MC, NL, 


PL, 


PT, RO, SE, 




SI, 


SK, 


TR, 


BF, 


BJ, 


CF, CG, 


CI, 


. CM, GA, 


GN, GQ, 


GW, 


ML, MR, NE, 




SN, 


TD, 


TG 
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AB The present invention relates to pharmaceutical compns. based on PDE IV 

inhibitors and salts of a novel anticholinergic, processes for preparing them 
and their use in the treatment of respiratory complaints. For example, 
scopine 9-methylf luorene-9-carboxylate methobromide was prepared and 
formulated into inhalable powder containing the drug 80 ug, AWD-12-281 200 ug, 
and lactose 12220 ug per capsule. 
IT .179024-48-7, PD 168787 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(inhalable compns. comprising anticholinergic agent and PDE IV 
inhibitors for treating respiratory disorders) 
RN 179024-48-7 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3, 4, 6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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AB Disclosed are compds . I and II [Zl = O, S, NH; Q = NR4R5, OH, alkyl, 

cycloalkyl, etc.; Rl = H, alkyl, aryl, etc.; R2, R3 = H, alkyl, aryl, etc.; 
R4, R5 = H, alkyl, alkoxy, cycloalkyl, etc.; or NR4R5 = (un) substituted 
heterocyclyl, heteroaryl; X = H, halo, alkyl, N02, etc.; with provisos] that 
are bradykinin Bl receptor antagonists and are useful for treating diseases, 
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or relieving adverse symptoms associated with disease conditions, in mammals 
mediated by bradykinin Bl receptor. The general procedures for synthesis of 
the compds . I and II were given. E.g., a multi-step synthesis (no 
characterization data given for the intermediates) of the amide III, was 
described. The compds. I and II were tested for potency and efficacy to 
inhibit the bradykinin Bl receptor in a cell-based fluorescent calcium- 
mobilization assay. Their potency was demonstrated by results of less than 50 
uM. Certain of the compds. I and II exhibit increased potency and are also 
expected to exhibit increased duration of action. The pharmaceutical compns. 
comprising the title compds. are described and claimed. 
IT 796035-19-3P 796036-07-2P 796036-0S-4P 

796036-10-7P 796036 --12-9P 796036-14-1P 

796036-17-4P 796036--18-5P 796036-43 -6P 

796036-44-7P 796036- -45--QP 796036--46--9P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of 4-bromo-5- ( 2-chloro-benzoylamino ) -lH-pyrazole-3-carboxylic 
acid amides as bradykinin Bl receptor antagonists for the treatment of 
inflammatory diseases) 
RN 796035-19-3 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- [ ( 2-chlorobenzoyl ) amino] -N- (2, 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -4-methyl-l- ( 2-pyr idinyl ) - (CA INDEX 
NAME) 



Ph 




RN 796036-07-2 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ (2-chlorobenzoyl) amino] -N- (2,3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME) 
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Ph 




RN 796036-09-4 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ ( 2-chlorobenzoyl ) amino] -N- (2,3- 
dihydro-l-methyl-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ) - (CA INDEX 
NAME ) 



Ph 




RN 796036-10-7 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- [ (2-chlorobenzoyl) amino] -N- (2, 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-3-yl ) - (CA INDEX NAME) 



Ph 




RN 796036-12-9 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ (2-chlorobenzoyl) amino] -N- (2,3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME) 
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Ph 




RN 796036-14-1 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ ( 2-chlorobenzoyl ) amino] -N- (5- 

cyclohexyl-2, 3-dihydro-2-oxo-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME ) 




RN 796036-17-4 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ (2-chlorobenzoyl ) amino] -N- [ 7-chloro- 
5- (2-chlorophenyl) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin-3-yl ] - (CA 
INDEX NAME) 




796036-18-5 HCAPLUS 

lH-Pyrazole-3-carboxamide, 4-chloro-5- [ (2-chlorobenzoyl) amino] -N- (7-chlor 
2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME) 
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RN 796036-43-6 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ ( 2-chlorobenzoyl ) amino] -N- [ (3R) -2, 3- 
dihydro-l-methyl-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ] - (CA INDEX 
NAME ) 

Absolute stereochemistry. 




RN 796036-44-7 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ (2-chlorobenzoyl) amino] -N- [ (3S) -2, 3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 796036-45-8 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ (2-chlorobenzoyl) amino] -N- [ (3R) -2, 3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. 

20 



10/593,667 



Ph 




RN 796036-46-9 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ ( 2-chlorobenzoyl ) amino] -N- (2,3- 
dihydro-l-methyl-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ) - (CA INDEX 
NAME ) 




RN 796036-59-4 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -5- [ ( 2-methyl-l-oxopropyl ) amino] - (CA INDEX NAME) 




RN 796036-60-7 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -5- [ (2-f luorobenzoyl) amino] - (CA INDEX NAME) 
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RN 796036-61-8 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- (acetylamino) -4-bromo-N- (2, 3-dihydro-2-oxo-5- 
phenyl-lH-1, 4-benzodiazepin-3-yl ) - (CA INDEX NAME ) 




RN 796036-62-9 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- (benzoylamino) -4-bromo-N- ( 2 , 3-dihydro-2-oxo-5- 
phenyl-lH-1, 4-benzodiazepin-3-yl ) - (CA INDEX NAME) 




RN 796036-64-1 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- (benzoylamino) -4-chloro-N- (2, 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-3-yl ) - (CA INDEX NAME) 



Ph 




796036-65-2 HCAPLUS 

lH-Pyrazole-3-carboxamide, 4-chloro-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
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benzodiazepin-3-yl) -5- [ ( 2-methylbenzoyl ) amino] - (CA INDEX NAME ) 




RN 796036-66-3 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ (3, 5-dichlorobenzoyl ) amino] -N- (2,3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ) - (CA INDEX NAME) 




RN 796036-67-4 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ ( 4-chlorobenzoyl ) amino] -N- (2,3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME) 




796036-68-5 HCAPLUS 

lH-Pyrazole-3-carboxamide, 4-bromo-5- [ ( 2-chlorobenzoyl ) amino] -N- (1-ethyl- 



10/593,667 

2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME ) 




RN 796036-69-6 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ ( 3-chlorobenzoyl ) amino] -N- (2,3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ) - (CA INDEX NAME) 




RN 796036-71-0 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ (3-chlorobenzoyl) amino] -N- (2,3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME) 




796036-73-2 HCAPLUS 

lH-Pyrazole-3-carboxamide, 5- [ ( 2-chlorobenzoyl ) amino] -N- (2, 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -4-f luoro- (CA INDEX NAME) 
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RN 796036-74-3 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -5- [ (2-f luorobenzoyl) amino] - (CA INDEX NAME ) 



Ph 




RN 796036-75-4 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ ( 2-chlorobenzoyl ) amino] -N- (2,3- 

dihydro-l-methyl-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -N-methyl- (CA 
INDEX NAME) 



Ph 




796036-95-8 HCAPLUS 

lH-Pyrazole-3-carboxamide, N- [5- (3-azabicyclo [3.2.2] non-3-yl) - 
l-methyl-2-oxo-lH-l , 4-benzodiazepin-3-yl] -4-chloro-5- [ ( 2- 
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chlorobenzoyl) amino] - (CA INDEX NAME) 




RN 796036-96-9 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, N- [ 5- ( 3-azabicyclo [3.2 . 2 ] non-3-yl ) -2 , 3-dihydro- 
l-methyl-2-oxo-lH-l , 4-benzodiazepin-3-yl ] -4-bromo-5- [ (2- 
chlorobenzoyl) amino] - (CA INDEX NAME) 




RN 796036-97-0 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-chloro-5- [ ( 2-chlorobenzoyl ) amino] -N- [2,3- 

dihydro-2-oxo-5- ( 2-phenylethyl ) -1-propyl-lH-l , 4-benzodiazepin-3-yl ] - (CA 
INDEX NAME) 



Ph— CH2— CH2 



CI. 




RN 796037-13-3 HCAPLUS 
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CN lH-Pyrazole-3-carboxamide, 4-chloro-N- ( l-ethyl-2 , 3-dihydro-2-oxo-5-phenyl- 
1H-1, 4-benzodiazepin-3-yl) -5- [ (2-methylbenzoyl) amino] - (CA INDEX NAME ) 



Ph 




RN 796037-16-6 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- [ ( 2-chlorobenzoyl ) amino] -N- (2, 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -1-methyl- (CA INDEX NAME) 



Ph 




RN 796037-17-7 HCAPLUS 

CN lH-Pyrazole-5-carboxamide, 3- [ (2-chlorobenzoyl) amino] -N- (2, 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-3-yl) -1-methyl- (CA INDEX NAME) 




^6 

RN 796037-23-5 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- [ (2-chlorobenzoyl) amino] -N- (2, 3-dihydro-2-oxo- 
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5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -4-methyl- (CA INDEX NAME ) 



Ph 




RN 796037-26-8 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5-[ ( 2-chlorobenzoyl ) amino] -N- ( 2 , 3- 
dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -1-methyl- (CA INDEX 
NAME) 



Ph 




RN 796037-98-4 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 5- [ (2-chlorobenzoyl) amino] -N- (2, 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -1-phenyl- (CA INDEX NAME) 



Ph 




RN 796037-99-5 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, 4-bromo-5- [ (2-chlorobenzoyl) amino] -N- (2,3- 

28 



10/593,667 

dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ) -1-phenyl- (CA INDEX 
NAME ) 




IT 89 4-77-9, 3-Amino-7-chloro-l, 3-dihydro-5-phenyl-2H-l , 4- 
benzodiazepin-2-one 1 033 43-4 7-1 , 

3-Amino-5-phenyl-l , 3-dihydro-benzo [e] [l,4]diazepin-2-one 
.103343-65-3, (R) -3-Amino-l-methyl-5-phenyl-l , 3-dihydro- 
benzo [e] [1, 4] diazepin-2-one 103421-61-0, 

3 -Amino- 1 , 3-dihydro-l-methyl-5-phenyl-2H-l , 4-benzodiazepin-2-one 
106849-47-2, ( l-Methyl-2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) carbamic acid benzyl ester 108895-98-3 
145878-32-6 , 3-Amino-l-ethyl-5-phenyl-l, 3-dihydro- 
benzo [e] [1, 4] diazepin-2-one 155452-87-2, 

( 7-Chloro-2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) carbamic 
acid phenylmethyl ester 209985-28-4, 

[7-Chloro-5- ( 2-chlorophenyl ) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin-3- 
yl] carbamic acid phenylmethyl ester 253135-95-4, 
(S) -3-Amino-5-phenyl-l , 3-dihydro-benzo [e] [1, 4] diazepin-2-one 
308243-63-2, 3-Amino-7-chloro-5- ( 2-chlorophenyl ) -1 , 3-dihydro-2H- 
1, 4-benzodiazepin-2-one 788814-75-6, 

3-Amino-5-cyclohexyl-l , 3-dihydro-benzo [e] [l,4]diazepin-2-one 
796038-21-6, (R) -3-Amino-5-phenyl-l , 3-dihydro- 
benzo [e] [ 1 , 4 ] diazepin-2-one 736038-27-2, 

l-Methyl-3-methylamino-5-phenyl-l , 3-dihydro-benzo [e] [l,4]diazepin-2-one 
RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of 4-bromo-5- ( 2-chloro-benzoylamino ) -lH-pyrazole-3-carboxylic 
acid amides as bradykinin Bl receptor antagonists for the treatment of 
inflammatory diseases) 
RN 894-77-9 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-7-chloro-l , 3-dihydro-5-phenyl- (CA 
INDEX NAME) 




RN 103343-47-1 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-l , 3-dihydro-5-phenyl- (CA INDEX NAME) 
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Ph 




RN 103343-65-3 HCAPLUS 

CN 2H-1 , 4-Benzodiazepin-2-one, 3-amino-l, 3-dihydro-l-methyl-5-phenyl-, (3R)- 
(CA INDEX NAME ) 

Absolute stereochemistry. 




RN 103421-61-0 HCAPLUS 

CN 2H-1 , 4-Benzodiazepin-2-one, 3-amino-l , 3-dihydro-l-methyl-5-phenyl- (CA 
INDEX NAME) 



Ph 




RN 106849-47-2 HCAPLUS 

CN Carbamic acid, ( 2 , 3-dihydro-l-methyl-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 



Ph 




RN 108895-98-3 HCAPLUS 

CN Carbamic acid, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -, 
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phenylmethyl ester (CA INDEX NAME) 



Ph 




RN 145878-32-6 HCAPLUS 

CN 2H-1 , 4-Benzodiazepin-2-one, 3-amino-l-ethyl-l , 3-dihydro-5-phenyl- (CA 
INDEX NAME) 



Ph 



H 2 H- 




RN 155452-87-2 HCAPLUS 

CN Carbamic acid, (7-chloro-2, 3-dihydro- 2-oxo- 5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 




RN 209985-28-4 HCAPLUS 

CN Carbamic acid, [ 7-chloro-5- ( 2-chlorophenyl ) -2 , 3-dihydro-2-oxo-lH-l , 4- 
benzodiazepin-3-yl] -, phenylmethyl ester (9CI) (CA INDEX NAME) 




RN 253135-95-4 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-l, 3-dihydro-5-phenyl-, (3S)- (CA 
INDEX NAME) 
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Absolute stereochemistry. 



Ph 




RN 308243-63-2 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-7-chloro-5- ( 2-chlorophenyl ) -1, 3- 
dihydro- (CA INDEX NAME) 




RN 788814-76-6 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-5-cyclohexyl-l , 3-dihydro- (CA INDEX 
NAME) 




RN 796038-21-6 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-l, 3-dihydro-5-phenyl-, (3R)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



Ph 



H 2 N— - 
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RN 796038-27-2 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1, 3-dihydro-l-methyl-3- (methylamino ) -5-phenyl- 
(CA INDEX NAME) 
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neutrophil elastase 



2004:549690 HCAPLUS Full-text 
141:94329 

Inhalant compositions containing 
inhibitors 

Hagio, Tetsuya; Sekioka, Tomohiko; Nishimura, 
Hidekatsu 

Ono Pharmaceutical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 39 pp. 

CODEN: JKXXAF 

Patent 

Japanese 



PATENT NO. 



JP 2004189659 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



KIND DATE 



MARPAT 141:9 4329 



APPLICATION NO. 



JP 2002-358630 
JP 2002-358630 



20021210 
20021210 



N — Y 




AB The invention relates to an inhalant composition containing a neutrophil 

elastase inhibitor consisting of a f ive-membered heterocyclic compound I, (one 
of X or Y is -N= and the other is NH, NR2, O, or S ; a or (3 is double or single 
bond depending on X and Y; Rl, R2 = alkyl, alkenyl, haloalkyl, haloalkenyl, 
alkynyl, halogen, cyano, nitro, amino, aminoalkyl, dialkylamino, etc; Z = 
amino-containing group) for treatment of respiratory tract disease. An 
inhalant composition containing 2- [5-amino-6-oxo-2-phenyl-l , 6-dihydro-l- 
pyrimidinyl] -N- [1- [ [5- (tert-butyl) - 1,3, 4-oxadiazol-2-yl ] carbonyl ] -2- 
methylpropyl] acetamide was formulated, and applied to neutrophil elastase- 
induced acute lung hemorrhage model hamsters. 
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IT 20S84b- V4--3 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(inhalant compns. containing neutrophil elastase inhibitors consisting of 
five-member ed heterocyclic compds . ) 
RN 208845-74-3 HCAPLUS 
CN 1H-1, 4-Benzodiazepine-l-acetamide, 

3-amino-2, 3-dihydro-N- [ ( IS) -2-methyl-l- [ [5- [ ( 3-methylphenyl ) methyl ] -1 , 3 , 4- 
oxadiazol-2-yl] carbonyl ] propyl ] -2-oxo-5-phenyl- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 



H 2 N- 
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2004:546396 HCAPLUS 
141:106280 
Preparation of 
derivatives for 

Grant, Franci: 
Bartuli 



uil-te. 



ubstituted N-phenylsulf onamide 
<r use in pharmaceutical compositions as 
agonists 

e S.; Dappen, Michael S.; Xu, Ying-i; 
rah; Holcomb, Ryan C; Kasar, Ramesh A.; 
Pleiss, Michael A.; Thorsett, Eugene D.; Ye, Michael; 
Konradi, Andrei W. 
Elan Pharmaceuticals Inc., USA 
PCT Int. Appl., 139 pp. 
CODEN: PIXXD2 
Patent 
English 



PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 


2004056319 




A2 




20040708 




WO 2003- 


US40745 




20031218 <— 


WO 


2004056319 




A3 




20040902 
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EP 1572678 



A2 20050914 EP 2003-800037 
R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL 

IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ, EE, HU, SK 



MC, PT, 



JP 2006516132 
US 20070093485 
PRIORITY APPLN. INFO. 

OTHER SOURCE (S) : 



20060622 
20070426 



JP 2004-562344 
US 2005-527384 
US 2002-435123P 
WO 2003-US40745 



MARPAT 141:106280 



20031218 
20050309 
20021219 
20031218 




AB N-phenylsulfonamides, such as I [R = H, NH2, N02, CN, OH, alkyl, substituted 
amino, alkoxy, aryl, heteroaryl, heterocyclyl, acyl, halogen, carboxy, 
carboxamide, etc.; Rl = aryl, heteroaryl, heterocyclyl; R2 = H, alkyl, 
cycloalkyl, aryl, heteroaryl, heterocyclyl; R3, R3 ' = H, alkyl, alkenyl, 
alkynyl, aryl, cycloalkyl, heteroaryl, heterocyclyl; X = C2-3-alkylene, - 
alkynylene; n = 0-3], were prepared for therapeutic use as bradykinin 
antagonists. These sulfonamides were claimed for use in the treatment of 
adverse symptoms mediated at least in part by the presence or secretion of 
bradykinin, such as pain, inflammation, bronchoconstriction, edema, cerebral 
edema, hyperalgesia, hyperthermia, burns, perioperative pain, migraine, shock, 
central nervous system injury, asthma, rhinitis, premature labor, inflammatory 
arthritis, inflammatory bowel disease or neuropathic pain. Thus, sulfonamide 
II was prepared in four steps via an N-sulf onylation reaction 4-chloro-2 , 5- 
dimethylbenzenesulf onyl chloride with sodium 3- ( 2-aminophenyl ) propionate and 
subsequent amidation reaction of the acid thus formed with 1- (R) - [1-amino-l- 
(pyrrolidin-l-ylcarbonyl )] -2- ( 4-pyridyl) ethane . The prepared sulfonamides 
were tested for potency and efficacy to inhibit the bradykinin Bl receptor in 
a cell-based fluorescent calcium-mobilization assay using IMR-90 human lung 
fibroblast cells. 

IT 00(H-56-< P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of N-phenylsulfonamides for use in pharmaceutical compns. as 
bradykinin antagonists) 
RN 720001-56-9 HCAPLUS 

CN Benzenepropanamide, 2- [ [ (4-chloro-2, 5-dimethylphenyl ) sulfonyl] ethylamino] - 
N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl) - (CA INDEX NAME) 
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Hi APLU ^ 



2004:467725 
141:17651 

Phosphodiesterase IV and phosphodiesterase III/IV 

inhibitors for use in the treatment of cachexia 

Schmidt, Mathias 

Altana Pharma A.-G., Germany 

PCT Int. Appl., 38 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



APPLICATION NO. 



WO 2004047817 

W: AE, AL, AU, 



WO 2003-EP13313 20031126 < 

Z, EG, GE, HR, ID, IL, IN, 
IS, JP, KR, LT, LV, MA, MK, MX, NO, NZ, PH, PL, SG, TN, UA, US, 



BR, CA, CN, CO, 



AM, AZ, BY, KG, KZ, MD, RU, TJ, TM, AT, BE, BG, CH, CY, CZ, DE, 
DK, EE, ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO, SE, 
SI, SK, TR 



CA 2506949 
AU 2003289898 
EP 1567136 



JP 2006508996 
US 20060079540 
PRIORITY APPLN. INFO 



Al 20040610 CA 2003-2506949 
Al 20040618 AU 2003-289898 
Al 20050831 EP 2003-782232 
CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, 
LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ, 
T 20060316 JP 2004-554493 

Al 20060413 US 2005-535815 
: EP 2002-26548 

WO 2003-EP13313 

The invention discloses the use of a PDE IV or PDE III/IV inhibitor for the 
treatment of cachexia. 



20031126 <— 
20031126 <— 
20031126 <— 
SE, MC, PT, 
HU, SK 

20031126 <— 
20050520 <— 
A 20021127 <— 
W 20031126 <— 



RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(phosphodiesterase IV and phosphodiesterase III/IV inhibitors for 

treatment of cachexia) 
179024-48-7 HCAPLUS 

4-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 
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AB Over-expression of matrix metallopr< 
blamed for much of the tissue destr 



HCAPLUS COPYRIGHT 2008 ACS on STN 
2004:464117 HCAPLUS Full-text 
141:33566 

Modulation of matrix metalloproteinase production from 
human lung fibroblasts by type 4 phosphodiesterase 
inhibitors 

Martin-Chouly, Corinne A. E . ; Astier, Alexandra; 
Jacob, Claire; Pruniaux, Marie-Pierre; Bertrand, 
Claude; Lagente, Vincent 

INSERM U456, Universite de Rennes 1, Rennes, 35043, 
Fr . 

Life Sciences (2004), 75(7), 823-840 
CODEN: LIFSAK; ISSN: 0024-3205 
Elsevier 
Journal 
English 

by lung fibroblasts has been 
ociated with airway inflammation. 



Because cAMP is known to regulate fibroblast proliferation, as well as 
cytokine and extracellular matrix protein production, the current study was 
designed to evaluate the ability of three selective phosphodiesterase (PDE) 
type 4 inhibitors, rolipram, cilomilast and CI-1044, to inhibit extracellular 
matrix degradation Using zymog. and ELI SA, we found that pro-MMP-2 release 
was enhanced following 24 h treatment of human lung fibroblast (MRC-5) with 
TGF-pi (10 ng/mL) or TNF-a (10 ng/mL) , whereas PMA (0.02 uM) had no effect. 
One hour of pre-incubation with PDE4 inhibitors (10 uM) induced an inhibition 
of TNF-a-stimulated pro-MMP-2 release. Zymog. and immunoblotting revealed 
that fibroblasts cultured with PMA or TNF-a released increased amts. of pro- 
MMP-1, whereas TGF-|5l had no effect. Incubation with CI-1044 or cilomilast 
significantly prevented the TNF-a increase in pro-MMP-1. These results 
suggest that PDE4 inhibitors are effective in inhibiting the pro-MMP-2 and 
pro-MMP-1 secretion induced by TNF-a and might underline a potential 
therapeutic benefit of selective PDE 4 inhibitors in lung diseases associated 
with abnormal tissue remodelling. 
197894-84-1, CI-1044 

RL: DMA (Drug mechanism of action); PAC (Pharmacological activity); THU 

(Therapeutic use); BIOL (Biological study); USES (Uses) 

(modulation of matrix metalloproteinase production from human lung 
fibroblasts by type 4 phosphodiesterase inhibitors and therapeutic 
potential) 

197894-84-1 HCAPLUS 

3-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 



Absolute stereochemistry. 
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Preparation of aminobenzodiazepinones and 
pharmaceutical compositions containing them for use 
against respiratory syncytial virus 

Carter, Malcolm; Henderson, Elisa; Kelsey, Richard; 
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Stan 

Arrow Therapeutics Limited, UK 
PCT Int. Appl. , 134 pp. 
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Patent 
English 
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OTHER SOURCE (S) : 



GB 2002-21923 
GB 2003-2078 
WO 2003-GB4050 
IN 2005-CN400 



MARPAT 140:287417 



A 20020920 
A 20030129 
W 20030922 
A3 20050316 



^NR4 R 5 



AB Benzodiazepines (shown as I; variables defined below; e.g. II) and 

pharmaceutically acceptable salts thereof, are active against respiratory 
syncytial virus (RSV) . For I: Rl = Cl-6 alkyl, aryl or heteroaryl; R2 = H or 
Cl-6 alkyl; each R3 = halogen, hydroxy, Cl-6 alkyl, Cl-6 alkoxy, Cl-6 
alkylthio, Cl-6 haloalkyl, Cl-6 haloalkoxy, amino, mono (Cl-6 alkyl) amino, 
di(Cl-6 alkyl) amino, nitro, cyano, -C02RI, -CONRIRII, -NH-CO-RI, -S(0)RI, - 
S(0)2RI, -NH-S(0)2RI, -S(0)NRIRII or -S(0)2NRIRII wherein each RI and RII = H 
or Cl-6 alkyl; n = 0-3; R4 = H or Cl-6 alkyl; R6 = Cl-6 alkyl, aryl, 
heteroaryl, carbocyclyl, heterocyclyl, aryl- (Cl-6 alkyl)-, heteroaryl- (Cl-6 
alkyl)-, carbocyclyl- (Cl-6 alkyl)-, heterocyclyl- (Cl-6 alkyl)-, aryl-C(O)- 
C(O)-, heteroaryl-C(0)-C(0)-, carbocyclyl-C (0) -C (0) -, heterocyclyl-C (0) -C (0) - 
or -XR6. X = -CO-, -S(O)- or -S(0)2-; and R6 = Cl-6 alkyl, hydroxy, Cl-6 
alkoxy, Cl-6 alkylthio, aryl, heteroaryl, carbocyclyl, heterocyclyl, aryl-(Cl- 
6 alkyl)-, heteroaryl- (Cl-6 alkyl)-, carbocyclyl- (Cl-6 alkyl)-, heterocyclyl- 
(Cl-6 alkyl)-, aryl- (Cl-6hydroxyalkyl) -, heteroaryl- (Cl-6 hydroxyalkyl ) -, 
carbocyclyl- (Cl-6 hydroxyalkyl)-, heterocyclyl- (Cl-6 hydroxyalkyl)-, aryl-(Cl- 
6alkyl)-0-, heteroaryl- (Cl-6alkyl ) -0-, carbocyclyl- (Cl-6 alkyl) -0-, 
heterocyclyl- (Cl-6 alkyl) -0- or -NRIRII wherein each RI and RII = H, Cl-6 
alkyl, carbocyclyl, heterocyclyl, aryl, heteroaryl, aryl- (Cl-6 alkyl)-, 
heteroaryl- (Cl-6 alkyl)-, carbocyclyl- (Cl-6 alkyl)- or heterocyclyl- (Cl-6 
alkyl)-. Although the methods of preparation are not claimed, .apprx.80 
example prepns. are included. For example, II was prepared by N-acetylation 
of 3-amino-5-phenyl-l , 3- dihydrobenzo [e] [ 1 , 4 ] diazepin-2-one ; the reactant was 
prepared by deprotection of ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 

benzo[e] [ 1 , 4 ] diazepin-3- yl)carbamic acid benzyl ester, which was prepared by 
cyclization of ( 2-aminophenyl ) phenylmethanone with (benzotriazol-1- 
yl) (benzyloxycarbonylamino) acetic acid, which was prepared from glyoxylic acid 
monohydrate, benzotriazole and benzyl carbamate in toluene. Values for 
inhibition of RSV and toxicity were determined for >100 examples of I. 
IT J 891 8 BP, (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin- 
3-yl) carbamic acid benzyl ester 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 
activity); RCT (Reactant); SPN (Synthetic preparation); THU (Therapeutic 
use); BIOL (Biological study); PREP (Preparation); RACT (Reactant or 
reagent); USES (Uses) 

(drug candidate; preparation of aminobenzodiazepinones and pharmaceutical 
compns. containing them for use against respiratory syncytial virus) 
RN 108895-98-3 HCAPLUS 

CN Carbamic acid, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -, 
phenylmethyl ester (CA INDEX NAME) 
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103373-2.1-3P, 3, 4-Dichloro-N- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) benzamide 116842-74-1P, 
Pyrazine-2-carboxylic acid N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) amide 119506-69-3P, 

1- (3-Methoxyphenyl) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin 
3-yl)urea 150964 4S OP, N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) benzamide 168I62-29-6P, 

( 2-Oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) carbamic acid 
tert-butyl ester 206I15-23-3P, 

1- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -3- (m- 
tolyl)urea 368870-46--6P, Thiophene-2-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 
368870--49--9P, Thiophene-2-carboxylic acid 

N- ( 7-chloro-2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
368870 ™'i>0"2P, Furan-2-carboxylic acid 

N- ( 7-chloro-2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 
676.1 28-02-2P, 3 -Methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) benzamide 67S128-04-4P, 

2- Methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3- 
yl) benzamide 676128-09-9P, 

3- Nitro-N- ( 2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1,4] diazepin-3- 
yl) benzamide 676128--15---7P, 

2-Methoxy-4-nitro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3 
yl) benzamide 676128--16--8P, 

(S) -2-Methoxy-4-nitro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) benzamide 6 76 12 8-2 7- IP, 

2- Bromo-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl ) benzene sulfonamide 6 761 2 8 -28-2 P, 

3- Bromo-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl ) benzene sulfonamide 6 76128 -- 29 -3P, 

4- Bromo-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl) benzenesulf onamide 676128- 30-6P, 

2-Fluoro-N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl) benzenesulf onamide 676128-36-2P, 

5- Phenyl-3- ( 2-trif luoromethylbenzylamino) -1, 3-dihydrobenzo [e] [1,4] diazepin 
2-one 6 "6 I 2 8-3 "' --3P, 5-Phenyl-3- (3-tr if luoromethylbenzylamino ) - 

1 , 3-dihydrobenzo [e] [ 1 , 4 ] diazepin- 2 -one 6761 2 8-38-4?, 

5 -Phenyl -3- ( 4-tr if luoromethylbenzylamino) -1, 3-dihydrobenzo [e] [l,4]diazepin 

2- one 676128-44-2P, N— (7— Chloro— 2— oxo— 5— phenyl— 2, 3— dihydro— 1H— 
benzo [e] [1,4] diazepin-3-yl ) - 4 -met hoxyben zamide 676128-51-1P, 

N- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -2- ( 2- 
trif luoromethylphenyl ) acet amide 676I28-52-2P, 

N- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -2- ( 3- 
trif luoromethylphenyl) acetamide 676128-53-3P, 

N- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin-3-yl ) -2- ( 4- 
trif luoromethylphenyl ) acetamide 6 76 1 28- 57- 7P, 

1- ( 2-Chlorophenyl ) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin- 

3- yl) urea 676128-5S-9P, 1- ( 4-Chlorophenyl ) -3- ( 2-oxo-5-phenyl-2 , 3- 
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dihydro-lH-benzo lej 1 1 , 4 J diazepin-3-yl ) urea 6 76 12 8 -6. I - 3P, 

1- (2-Oxo-b-phenyl-2, 3-dihydro-lH-benzo [ej [1, 4 ] diazepin-3-yl ) -3- (p- 

tolyl ) urea j 76 12 8-6 , 

1- ( 2-Fluorophenyl ) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin- 
3-yl)urea - 6128 73 5P, ( S ) -1- ( 2-Fluorophenyl ) -3- ( 2-oxo-5-phenyl- 
2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3-yl ) urea 676128-64-6P, 

1- ( 4-Fluorophenyl ) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin- 
3-yl)urea 6 /6128--66-8P, ( S ) -4-Methanesulf onyl-2-methoxy-N- ( 2-oxo- 

5- phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4] diazepin-3-yl ) ben z amide 

C 6.128-6 SP, 5-Acetyl-2-ethoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 

benzo [e] [1,4] diazepin-3-yl ) benzamide 67612S-68-0P, 

(S) -5-Acetyl-2-ethoxy-N- (2-oxo-5-phenyl-2, 3-dihydro-lH- 

benzo [e] [1,4] di a z epin-3 -y 1 ) benzamide 6 76 12 8- 6 9 -IP, 

6- Fluoro-4H-benzo [1,3] dioxin-8-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3-yl ) amide 
676128-70-4P, ( S ) -6-Fluoro-4H-benzo [ 1 , 3 ] dioxin-8-carboxylic acid 
N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [ 1 , 4] diaz epin-3 -yl ) amide 
676128-71-5P, ( S ) -2-Methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1,4] diaz epin-3 -yl) -4-trif lu or omethylbenz amide 
676128-72-6?, 2, 4 , 5-Trif luoro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) benzamide 67(7128-73- 7?, 

(S) -2, 4, 5-Trif luoro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4] diazepin 
3-yl ) benzamide , 

2- Hydroxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl) benzamide 676.128--75--9P, 

(S) -2-Hydroxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 

yl) benzamide 676128-76-0P, lH-Indole-7-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 

6 7 6 1 2 8 - 7 7 - 1 P , ( S ) - 1 H - 1 n d o 1 e - 7 - c ar boxy 1 i c acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 

6761 28-78-2P, 3-Methoxynaphthalene-2-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 

676128-79-3P, (S) -3 -Met hoxynaphthalene-2 -car boxy 1 i c acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [ 1 , 4] diaz epin-3 -yl) amide 

676128-80-6P, N- [7-Chloro-5- ( 2-f luorophenyl ) -2-oxo-2, 3-dihydro-lH- 

benzo [e] [ 1 , 4] diaz epin-3 -yl] - 4 -met hoxy benzamide 6 76 12 8-8.1 -7p, 

1- (2-Fluorobenzyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin- 

3- yl) urea 6 76 12 8 - 82-8P, 1- ( 4-Methoxybenzyl ) -3- ( 2-oxo-5-phenyl- 
2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) urea 5 76 12 8-83 --9P, 

1- (3-Methylbenzyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin- 

3- yl)urea > 8-84 , 1- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [ 1 , 4] diaz epin-3 -yl ) -3- ( 4-trif luoromethylphenyl ) urea 
676128-85-1P, 4-Chloro-2-methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo[e] [ 1 , 4 ] diazepin-3-yl ) benzamide 676128-86-2P, 

4- Methoxy-3-nitro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3 
yl) benzamide 6761.28-87-3P, 

3-Methoxy-2-nitro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3 
yl) benzamide 676128-88-4P, 

5- Chloro-2-methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin- 
3-yl ) benzamide , 

5-Fluoro-2-methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin- 
3-yl ) benzamide 6 761 2 8-9 0-8?, 

5-Methoxy-2-nitro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3 
yl)benzamide 676128-91-9?, 

3-Methoxy-4-nitro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3 
yl) benzamide 6761.28-92-0P, 

3- ( 2-Methoxyphenyl ) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin 
3-yl ) propionamide 6 761 28-93-iP, 

3- (3-Methoxyphenyl) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin 
3-yl ) propionamide 6 76128-34-2P, 
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3- ( 4-Methoxyphenyl ) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin 

3- yl ) propionamide 6 761 2 8-9 5-3P , 

N- [5- (3-Chlorophenyl) -2-OXO-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ] -2- 
methoxybenzamide , 

N- [5- (3-Chlorophenyl) -2-OXO-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ] -4- 
methoxybenzamide 3 £ S-9 5P, 

N- [5- (3-Chlorophenyl) -2-OXO-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ] -2- 
nitrobenzamide 6 76128-96--6F, 

N- [5- (3-Chlorophenyl) -2-OXO-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ] -4- 
nitrobenzamide 6761 28-99-7?, 

4- Methoxy-N- [2-oxo-5- ( 4-trif luoromethylphenyl ) -2, 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ] benzamide 67612S— 00-3P, 
2-Methoxy-N- [2-oxo-5- (3-trif luoromethylphenyl) -2, 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ] benzamide 676129 -01-4P, 

4- Methoxy-N- [2-oxo-5- ( 3-trif luoromethylphenyl ) -2, 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl] benzamide 676129-G2-5P, 

2-Ethoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl) benzamide 676I29-03-6P, 

2. 4- Dimethoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3- 
yl) benzamide 678129-04-7P, 

2-Bromo-5-methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3 
yl) benzamide 676I29-05-8P, 

2-Methoxy-N- [ 5- ( 3-methoxyphenyl ) -2-oxo-2 , 3-dihydro-lH- 
benzo[e] [ 1 , 4 ] diazepin-3-yl ] benzamide 676129 -06-9P, 

N- [5- (3-Methoxyphenyl) -2-OXO-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ] -4- 
nitrobenzamide 6 76129-0 7-0P, 

2- Methoxy-N- ( 8-methyl-2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin- 

3- yl) benzamide 676129-08- IP, 

2-Chloro-4-methanesulf onyl-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl ) benzamide 676I29-09-2P, 

2- Dimethylamino-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl) benzamide 67S128-I0-5P, 

1- (3, 5-Dimethylphenyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzote] [1, 4] diazepin-3-yl) urea 676129-11-6P, 

1- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -3- ( 4- 
trif luoromethoxyphenyl ) urea 6 7 6.1 29-1 2-7'P, 

1- ( 4-Bromo-2-tr if luoromethylphenyl ) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) urea 676129-13-8P, 

1- ( 4-Bromobenzyl ) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3 
yl) urea 676129-14-3P, l-(2, 3-Dichlorophenyl ) -3- ( 2-oxo-5-phenyl- 
2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) urea 676.1 29-15-OP, 
1- ( 2 , 6-Dimethylphenyl ) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) urea 676129-16-1P, 

1- (2-Chloro-6-methylphenyl) -3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) urea 676I2S-17-2P, 

1- (4-Nitrophenyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin-3 
yl) urea 676129-18-3P, 1- ( 2-Methylsulf anylphenyl ) -3- (2-oxo-5- 
phenyl-2 , 3-dihydro-lH-benzo [e] [ 1 , 4 ] diazepin-3-yl ) urea o j • i '~ 7t 
, 1- (2, 6-Dichlorophenyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) urea 676129-20-7P, 

5- tert-Butyl-2-methoxy-N- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) benzamide 6 76 12 9-21 -8P, 

2. 5- Dimethoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3- 
yl) benzamide 676129-22-9P, 

1- (2, 6-Dif luorophenyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) urea 676I2S-23-0P, 

1- (3-Fluorophenyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin- 

3- yl)urea $ \ 1- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) -3- (3-trif luoromethylphenyl ) urea 
676129-27-4?, 1- (3-Chlorophenyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
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benzo[e] [ 1 , 4 ] diazepin-3-yl ) urea 676129-29-6?, 

2- Methoxy-4-methylsulf anyl-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) benzamide 6 76 1 2 9-30 -9P, 

4- (Methanesulf onyl ) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin- 

3- yl) benzamide 676129-31-0P, 

N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3-yl ) terephthalamic 
acid methyl ester 676129-32-iP, 

2-Fluoro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl) benzamide 6"?6129-33-2P, 

2, 6-Dif luoro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl) benzamide 676129-34-3P, 

N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -2- 
pr opoxyben z amide 6 7 6 1 2 9 -3 3- 4P , 

2- Iodo-N- ( 2-oxo-5-phenyl-2 , 3-dihydro- lH-benzo [e] [l,4]diazepin-3- 
yl) benzamide 676129-36-5P, 

3- Methoxy-N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl ) terephthalamic acid methyl ester 676I29-37-6P, 

4- Amino-5-chloro-2-methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) benzamide 676123-38 ™7p, 

2-Methylsulf anyl-N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl) benzamide 676123-39-8P, 

2-Methoxy-N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -5- 
s u 1 f amo y 1 be n z am i d e 676129- 4 0 •• 1 P , 

2- Hydroxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl)-3- 
phenylpropionamide 6761 29-41-2P, 

3- Hydroxy-N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -3- 
phenylpropionamide 6761 29-- 42-3P, 

3- (2-Fluorophenyl) -1-methyl-l- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo[e] [1, 4] diazepin-3-yl) urea 676129-43-4P, 

2-Methoxy-N-methyl-4-nitro-N- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) benzamide 676129-44-5P, 

l-tert-Butyl-3- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl) urea 676129-45-6P, l-Cyclohexyl-3- ( 2-oxo-5-phenyl-2 , 3-dihydro- 
lH-benzo[e] [ 1 , 4 ] diazepin-3-yl ) urea 576129-45-- 7P, 

l-Ethyl-3- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) urea 
676129-47-8P, l-Butyl-3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzote] [ 1 , 4 ] diazepin-3-yl ) urea 676123-48--9P, 
4, 5-Dimethylf uran-2-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
676129-49-GP, Piperidine-l-carboxylic acid 

N- ( 7-chloro-2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
676129-50-3?, N- [ 5- ( 3-Chlorophenyl ) -2-oxo-2 , 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ] acetamide 6 76 ! 29- 1--4P, 

N- [5- (3-Chlorophenyl ) -2-oxo-2, 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl] isobutyramide 676229-52-5P, Fur an- 2 -car boxy 1 ic acid 
N- [b- (3-chlorophenyl) -2-oxo-2, 3-dihydro- lH-benzo [e J [1,4] diazepin-3- 
yi J amide 6 .'6 I 79- b"i - 6F, Thiophene-2-carboxylic acid 

N- [b- (3-chlorophenyl) -2-oxo-2, 3-dihydro- lH-benzo [e J [1,4] diazepin-3- 
yi J amide 6 .'6 .': 29 ■■ 94 ■■ /?, Cyclohexanecarboxylic acid 

N- [b- (3-chlorophenyl) -2 -oxo-2, 3-dihydro- lH-benzo [e J [1, 4 J diazepin-3- 
yi J amide 6 76 129 - 33- 8P, Piper idine-l-carboxyiic acid 

N- [ b- (3-chlorophenyl ) -2 -oxo-2, 3-dihydro-lH-benzo [e] [l,4Jdiazepin-3- 
yl J amide 6 '-'6 i.29-b$-9P, N- [b- (3-Chlorophenyl) -2-oxo-2, 3-dihydro- 
"lH-benzoleJ [1, 4 J diazepin-3-yl J isonicotinamide 6 76129-5 /-OP, 

5- Methylf uran-2-carboxylic acid N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) amide 676i29-58-lP, 

N- [b- (3-Methoxyphenyl) -2-OXO-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl] isobutyramide i 12 v ' 2P, Thiophene-2-carboxylic acid 
N- [b- (3-methoxyphenyl) -2-oxo-2, 3-dihydro-lH-benzo [e] [1,4] diazepin-3- 
yl] amide < v ?P, Cyclohexanecarboxylic acid 
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N- [ b- ( 3-methoxyphenyl ) -2-oxo-2, 3-dihydro-lH-benzo [ej [ 1 , 4 ] diazepin-3- 
yl J amide 676129—61 --6P, Piper idine-l-carboxylic acid 

N- [b- (3-methoxyphenyl) -2-oxo-2, 3-dihydro-lH-benzo [ej [ 1, 4 J diazepin-3- 
yl J amide fj'/6'i2'i-*j2-'/p, Piper idine-4-carboxylic acid 

N- [ b- ( 3-methoxyphenyi ) -2-oxo-2, 3-dihydro-lH-benzo [ej [ 1 , 4 ] diazepin-3- 
yl J amide 6'/b.l29-63--8P, Cyclohexanecarboxylic acid 

N-(8-chioro-2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [ej [l,4Jdiazepin-3-yi) amide 
6 /6i.-;'-;-6-:!---iP, Thiophene-2-carboxylic acid 

N-(8-methyi-2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [ej [l,4Jdiazepin-3-yi) amide 
t /<■:..; 2 9- 67-- 02, 1- (2-Oxo-b-phenyl-2, 3-dihydro-lH- 

benzo lej 11, 4 Jdiazepin-3-yl) -3- (thiophen-2-yl ) urea 676 i.29 - 66 - 1 P, 

1- (2-Oxo-b-phenyl-2, 3-dihydro-lH-benzo [ej [l,4Jdiazepin-3-yl)-3- ( thiophen-3- 
yl)urea 6'-'6';26 - -- 67-2P, Pyridine-2-carboxylic acid 

N-(2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [ej [l,4Jdiazepin-3-yl) amide 
676 j- 62 --77, lH-Pyrazole-4-carboxylic acid 

N- (2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [ej [1, 4 J diazepin-3-yl ) amide 
676 127-66-- 6 6, 6-Dimethylamino-N- ( 2-oxo-b-phenyl-2 , 3-dihydro-lH- 
benzo [ e J [ 1 , 4 J diazepin-3-yl ) nicotinamide 6761 29-"' 0- VP, 

2- Ethoxynaphthalene-l-carboxylic acid 

N- (2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 
676129-71-8P, 9-Oxo-9H-f luorene-l-carboxylic acid 

N- ( 2-oxo-b-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
676129- 72-9P, 2-Oxo-2, 3-dihydrobenzimidazole-l-carboxylic acid 
N- ( 2-oxo-b-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
676 123-73-G'P, (S) -4, b-Dibromof uran-2-carboxylic acid 
N- ( 2-oxo-b-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
676129-74-1P, ( S ) -Benzof uran-2-carboxylic acid 

N- ( 2-oxo-b-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 
676129-77-2P, (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4]diazepin- 

3- yl ) carbamic acid methyl ester 676.1 29-76-3P, 

(2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) carbamic acid 
ethyl ester 676129-77-4P, 

(2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin-3-yl ) carbamic acid 
isobutyl ester 676129-- 78-5P, 

2- Oxo-N- (2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -2- 
(thiophen-2-yl) acetamide 

RL: ADV (Adverse effect, including toxicity); PAC (Pharmacological 

activity); SPN (Synthetic preparation); THU (Therapeutic use); BIOL 

(Biological study); PREP (Preparation); USES (Uses) 

(drug candidate; preparation of aminobenzodiazepinones and pharmaceutical 
compns. containing them for use against respiratory syncytial virus) 

103373-21-3 HCAPLUS 

Benzamide, 3, 4-dichloro-N- (2, 3-dihydro-2-oxo-b-phenyl-lH-l , 4-benzodiazepin- 

3- yl)- (CA INDEX NAME) 




116842-74-1 HCAPLUS 

2- Pyrazinecarboxamide, N- (2, 3-dihydro-2-oxo-b-phenyl-lH-l , 4-benzodiazepin- 

3- yl)- (CA INDEX NAME) 
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Ph 




RN 119506-69-3 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - (3- 
methoxyphenyl) - (CA INDEX NAME ) 



Ph 




RN 150964-48-0 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - 
INDEX NAME) 



Ph 




RN 168162-29-6 HCAPLUS 

CN Carbamic acid, N- ( 2 , 3-dihydro-2-oxo- 5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
1, 1-dimethylethyl ester (CA INDEX NAME) 



Ph 




RN 206115-23-3 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N 1 - (3- 
methylphenyl) - (CA INDEX NAME) 



10/593,667 



Ph 




RN 368870-46-6 HCAPLUS 

CN 2-Thiophenecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
3-yl)- (CA INDEX NAME) 



Ph 




RN 368870-49-9 HCAPLUS 

CN 2-Thiophenecarboxamide, N- (7-chloro-2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 368870-50-2 HCAPLUS 

CN 2-Furancarboxamide, N- ( 7-chloro-2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676128-02-2 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -3- 
methoxy- (CA INDEX NAME) 
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Ph 




RN 676128-04-4 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
methoxy- (CA INDEX NAME ) 




RN 676128-09-9 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -3- 
nitro- (CA INDEX NAME) 



Ph 




RN 676128-15-7 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
methoxy-4-nitro- (CA INDEX NAME) 




RN 676128-16-8 HCAPLUS 

CN Benzamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ] 
methoxy-4-nitro- (CA INDEX NAME) 



Absolute stereochemistry. 



10/593,667 



Ph 




RN 676128-27-1 HCAPLUS 

CN Benzenesulf onamide, 2-bromo-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676128-28-2 HCAPLUS 

CN Benzenesulf onamide, 3-bromo-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 




RN 676128-29-3 HCAPLUS 

CN Benzenesulf onamide, 4-bromo-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 




RN 676128-30-6 HCAPLUS 

CN Benzenesulf onamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -2-fluoro- (CA INDEX NAME) 
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Ph 




RN 676128-36-2 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1 , 3-dihydro-5-phenyl-3- [ [ [ 2- 
(trif luoromethyl ) phenyl] methyl] amino] - (CA INDEX NAME) 




RN 676128-37-3 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1 , 3-dihydro-5-phenyl-3- [ [ [ 3- 
(trif luoromethyl) phenyl] methyl] amino]- (CA INDEX NAME) 



Ph 




RN 676128-38-4 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1 , 3-dihydro-5-phenyl-3- [ [ [ 4- 
(trifluoromethyl)phenyl]methyl]amino]- (CA INDEX NAME) 



Ph 




RN 676128-44-2 HCAPLUS 

CN Ben z amide, N- ( 7-chloro-2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -4-methoxy- (CA INDEX NAME) 
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Ph 



MeO, 




RN 676128-51-1 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - 
2- (trifluoromethyl) - (CA INDEX NAME) 




RN 676128-52-2 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - 
3- (trifluoromethyl) - (CA INDEX NAME) 



Ph 




RN 676128-53-3 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - 
4- (trifluoromethyl) - (CA INDEX NAME) 



Ph 




RN 676128-57-7 HCAPLUS 

CN Urea, N- ( 2-chlorophenyl ) -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 
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Ph 




RN 676128-59-9 HCAPLUS 

CN Urea, N- ( 4-chlorophenyl ) -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 




RN 676128-61-3 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 4- 
methylphenyl) - (CA INDEX NAME) 




RN 676128-62-4 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 2- 
fluorophenyl) - (CA INDEX NAME) 




RN 676128-63-5 HCAPLUS 

CN Urea, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ] -N ' - ( 2- 
fluorophenyl) - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 676128-64-6 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 4- 
fluorophenyl) - (CA INDEX NAME ) 



Ph 




RN 676128-66-8 HCAPLUS 

CN Benzamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ] -2- 
methoxy-4- (methylsulf onyl ) - (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 676128-67-9 HCAPLUS 

CN Benzamide, 5-acetyl-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -2-ethoxy- (CA INDEX NAME) 



Ph 




RN 676128-68-0 HCAPLUS 

CN Benzamide, 5-acetyl-N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl] -2-ethoxy- (CA INDEX NAME) 
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Absolute stereochemistry. 



OEt o K 




RN 676128-69-1 HCAPLUS 

CN 4H-1, 3-Benzodioxin-8-carboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -6-fluoro- (CA INDEX NAME) 




RN 676128-70-4 HCAPLUS 

CN 4H-1, 3-Benzodioxin-8-carboxamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH- 
1, 4-benzodiazepin-3-yl] -6-fluoro- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676128-71-5 HCAPLUS 

CN Benzamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ] -2- 
methoxy-4- (trif luoromethyl ) - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 676128-72-6 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2,4,5- 
trifluoro- (CA INDEX NAME ) 



Ph 




RN 676128-73-7 HCAPLUS 

CN Benzamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ] - 
2, 4, 5-trifluoro- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 676128-74-8 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
hydroxy- (CA INDEX NAME) 



Ph 




RN 676128-75-9 HCAPLUS 

CN Benzamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3-yl ] -2- 
hydroxy- (CA INDEX NAME) 

Absolute stereochemistry. 
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Ph 




RN 676128-76-0 HCAPLUS 

CN lH-Indole-7-carboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 




RN 676128-77-1 HCAPLUS 

CN lH-Indole-7-carboxamide, N- [ ( 3S ) -2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676128-78-2 HCAPLUS 

CN 2-Naphthalenecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -3-methoxy- (CA INDEX NAME) 




RN 676128-79-3 HCAPLUS 

CN 2-Naphthalenecarboxamide, N- [ ( 3S ) -2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl] -3-methoxy- (CA INDEX NAME) 
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Absolute stereochemistry. 



Ph 




RN 676128-80-6 HCAPLUS 

CN Benzamide, N- [7-chloro-5- ( 2-f luorophenyl ) -2, 3-dihydro-2-oxo-lH-l , 4- 
benzodiazepin-3-yl] -4-methoxy- (CA INDEX NAME) 




RN 676128-81-7 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - [ (2- 
f luorophenyl ) methyl ] - (CA INDEX NAME) 



Ph 




RN 676128-82-8 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - [ (4- 
methoxyphenyl ) methyl ] - (CA INDEX NAME) 



Ph 




RN 676128-83-9 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - [ (3- 
methylphenyl ) methyl ] - (CA INDEX NAME) 
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RN 676128-84-0 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - [4- 
(trifluoromethyl ) phenyl ] - (CA INDEX NAME) 




RN 676128-85-1 HCAPLUS 

CN Benzamide, 4-chloro-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
yl) -2-methoxy- (CA INDEX NAME) 




RN 676128-86-2 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -4- 
methoxy-3-nitro- (CA INDEX NAME) 




RN 676128-87-3 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -3- 
methoxy-2-nitro- (CA INDEX NAME) 



10/593,667 




RN 676128-88-4 HCAPLUS 

CN Benzamide, 5-chloro-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepi 
yl) -2-methoxy- (CA INDEX NAME ) 



Ph 




RN 676128-89-5 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -5 
fluoro-2-methoxy- (CA INDEX NAME) 




RN 676128-90-8 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -5 
methoxy-2-nitro- (CA INDEX NAME) 



Ph 




RN 676128-91-9 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -3 
methoxy-4-nitro- (CA INDEX NAME) 



10/593,667 



OMe Ph 




RN 676128-92-0 HCAPLUS 

CN Benzenepropanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -2-methoxy- (CA INDEX NAME ) 




RN 676128-93-1 HCAPLUS 

CN Benzenepropanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -3-methoxy- (CA INDEX NAME) 



Ph 




RN 676128-94-2 HCAPLUS 

CN Benzenepropanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -4-methoxy- (CA INDEX NAME) 



Ph 




RN 676128-95-3 HCAPLUS 

CN Benzamide, N- [5- ( 3-chlorophenyl ) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin-3- 
yl] -2-methoxy- (CA INDEX NAME) 



10/593,667 




RN 676128-96-4 HCAPLUS 

CN Benzamide, N- [5- ( 3-chlorophenyl ) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin 
yl] -4-methoxy- (CA INDEX NAME ) 




RN 676128-97-5 HCAPLUS 

CN Benzamide, N- [5- (3-chlorophenyl) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin 
yl]-2-nitro- (CA INDEX NAME) 




RN 676128-98-6 HCAPLUS 

CN Benzamide, N- [5- (3-chlorophenyl) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin 
yl]-4-nitro- (CA INDEX NAME) 
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RN 676128-99-7 HCAPLUS 

CN Benzamide, N- [ 2 , 3-dihydro-2-oxo-5- [ 4- (trif luoromethyl ) phenyl ] -1H-1 , 4- 
benzodiazepin-3-yl] -4-methoxy- (CA INDEX NAME) 




RN 676129-00-3 HCAPLUS 

CN Benzamide, N- [2, 3-dihydro-2-oxo-5- [ 3- (trif luoromethyl ) phenyl] -1H-1 , 4- 
benzodiazepin-3-yl] -2-methoxy- (CA INDEX NAME) 




RN 676129-01-4 HCAPLUS 

CN Benzamide, N- [2, 3-dihydro-2-oxo-5- [ 3- (trif luoromethyl ) phenyl ] -1H-1 , 4- 
benzodiazepin-3-yl] -4-methoxy- (CA INDEX NAME) 




RN 676129-02-5 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
ethoxy- (CA INDEX NAME) 
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Ph 




RN 676129-03-6 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2, 4- 
dimethoxy- (CA INDEX NAME ) 




RN 676129-04-7 HCAPLUS 

CN Benzamide, 2-bromo-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -5-methoxy- (CA INDEX NAME) 



OMe Ph 




RN 676129-05-8 HCAPLUS 

CN Benzamide, N- [2, 3-dihydro-5- ( 3-methoxyphenyl ) -2-oxo-lH-l, 4-benzodiazepin-3 
yl] -2-methoxy- (CA INDEX NAME) 




RN 676129-06-9 HCAPLUS 

CN Benzamide, N- [2, 3-dihydro-5- (3-methoxyphenyl) -2-oxo-lH-l, 4-benzodiazepin-3 
yl]-4-nitro- (CA INDEX NAME) 



10/593,667 




RN 676129-07-0 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-8-methyl-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -2-methoxy- (CA INDEX NAME ) 



Ph 




RN 676129-08-1 HCAPLUS 

CN Benzamide, 2-chloro-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -4- (methylsulfonyl) - (CA INDEX NAME) 



Ph 




RN 676129-09-2 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
(dimethylamino) - (CA INDEX NAME) 



Ph 




RN 676129-10-5 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 3 , 5- 
dimethylphenyl) - (CA INDEX NAME) 



63 



10/593,667 



Me Ph 



Me' 




RN 676129-11-6 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - [4- 
(trifluoromethoxy) phenyl] - (CA INDEX NAME) 



Ph 




RN 676129-12-7 HCAPLUS 

CN Urea, N- [ 4-bromo-2- (trif luoromethyl) phenyl] -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl- 
1H-1, 4-benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676129-13-8 HCAPLUS 

CN Urea, N- [ ( 4-bromophenyl ) methyl ] -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676129-14-9 HCAPLUS 

CN Urea, N- ( 2 , 3-dichlorophenyl ) -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 
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RN 676129-15-0 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 2 , 6- 
dimethylphenyl) - (CA INDEX NAME ) 



Ph 




RN 676129-16-1 HCAPLUS 

CN Urea, N- ( 2-chloro-6-methylphenyl ) -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676129-17-2 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 4- 
nitrophenyl) - (CA INDEX NAME) 



Ph 



02 N„ 




RN 676129-18-3 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - [2- 
(methylthio) phenyl] - (CA INDEX NAME) 
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RN 676129-19-4 HCAPLUS 

CN Urea, N- (2, 6-dichlorophenyl ) -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 




RN 676129-20-7 HCAPLUS 

CN Ben z amide, N- ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -5- ( 1 , 1- 
dimethylethyl) -2-methoxy- (CA INDEX NAME) 



Ph 




RN 676129-21-8 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2, 5- 
dimethoxy- (CA INDEX NAME) 



Ph 




RN 676129-22-9 HCAPLUS 

CN Urea, N- (2, 6-dif luorophenyl ) -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 
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Ph 




RN 676129-23-0 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - (3- 
fluorophenyl) - (CA INDEX NAME ) 




RN 676129-25-2 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - [3- 
(trifluoromethyl ) phenyl ] - (CA INDEX NAME) 



Ph 




RN 676129-27-4 HCAPLUS 

CN Urea, N- ( 3-chlorophenyl ) -N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676129-29-6 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
methoxy-4- (methylthio) - (CA INDEX NAME) 
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RN 676129-30-9 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
(methylsulfonyl) - (CA INDEX NAME) 




RN 676129-31-0 HCAPLUS 

CN Benzoic acid, 4- [ [ ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
yl) amino] carbonyl] -, methyl ester (CA INDEX NAME) 




RN 676129-32-1 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
fluoro- (CA INDEX NAME) 



Ph 




RN 676129-33-2 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
difluoro- (CA INDEX NAME) 
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Ph 




RN 676129-34-3 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
propoxy- (CA INDEX NAME ) 




RN 676129-35-4 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2-iodo- 
(CA INDEX NAME) 



Ph 




RN 676129-36-5 HCAPLUS 

CN Benzoic acid, 4- [ [ ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) amino] carbonyl] -3-methoxy-, methyl ester (CA INDEX NAME) 



Ph 




RN 676129-37-6 HCAPLUS 

CN Benzamide, 4-amino-5-chloro-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -2-methoxy- (CA INDEX NAME) 
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Ph 



676129-38-7 HCAPLUS 

Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
(methylthio) - (CA INDEX NAME) 




RN 676129-39-8 HCAPLUS 

CN Benzamide, 5- ( aminosulf onyl ) -N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -2-methoxy- (CA INDEX NAME) 




RN 676129-40-1 HCAPLUS 

CN Benzenepropanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -a-hydroxy- (CA INDEX NAME) 




RN 676129-41-2 HCAPLUS 

CN Benzenepropanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -p-hydroxy- (CA INDEX NAME) 
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Ph 




RN 676129-42-3 HCAPLUS 

CN Urea, N- ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 2- 
fluorophenyl) -N-methyl- (CA INDEX NAME) 




RN 676129-43-4 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
methoxy-N-methyl-4-nitro- (CA INDEX NAME) 




RN 676129-44-5 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 1 , 1- 
dimethylethyl) - (CA INDEX NAME) 



Ph 




RN 676129-45-6 HCAPLUS 

CN Urea, N-cyclohexyl-N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)- (CA INDEX NAME) 
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RN 676129-46-7 HCAPLUS 

CN Urea, N- ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' -ethyl 
(CA INDEX NAME ) 



Ph 



O 




RN 676129-47-8 HCAPLUS 

CN Urea, N-butyl-N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
(CA INDEX NAME) 



RN 676129-48-9 HCAPLUS 

CN 2-Furancarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
yl) -4, 5-dimethyl- (CA INDEX NAME) 




RN 676129-49-0 HCAPLUS 

CN 1-Piperidinecarboxamide, N- (7-chloro-2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 
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RN 676129-50-3 HCAPLUS 

CN Acetamide, N- [5- ( 3-chlorophenyl ) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin-3- 
yl]- (CA INDEX NAME) 




RN 676129-51-4 HCAPLUS 

CN Propanamide, N- [5- (3-chlorophenyl) -2, 3-dihydro-2-oxo-lH-l , 4-benzodiazepin- 
3-yl] -2-methyl- (CA INDEX NAME) 




RN 676129-52-5 HCAPLUS 

CN 2-Furancarboxamide, N- [ 5- ( 3-chlorophenyl ) -2 , 3-dihydro-2-oxo-lH-l , 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 




RN 676129-53-6 HCAPLUS 

CN 2-Thiophenecarboxamide, N- [5- (3-chlorophenyl) -2, 3-dihydro-2-oxo-lH-l , 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 
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ci. 




RN 676129-54-7 HCAPLUS 

CN Cyclohexanecarboxamide, N- [5- ( 3-chlorophenyl ) -2, 3-dihydro-2-oxo-lH-l , 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 



CI. 



Cl-L 




RN 676129-55-8 HCAPLUS 

CN 1-Piperidinecarboxamide, N- [5- (3-chlorophenyl) -2, 3-dihydro-2-oxo-lH-l , 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 




RN 676129-56-9 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [5- (3-chlorophenyl) -2, 3-dihydro-2-oxo-lH-l , 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 
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RN 676129-57-0 HCAPLUS 

CN 2-Furancarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -5-methyl- (CA INDEX NAME ) 



Ph 




RN 676129-58-1 HCAPLUS 

CN Propanamide, N- [2, 3-dihydro-5- ( 3-methoxyphenyl ) -2-oxo-lH-l, 4-benzodiazepii 
3-yl] -2-methyl- (CA INDEX NAME) 




RN 676129-59-2 HCAPLUS 

CN 2-Thiophenecarboxamide, N- [2, 3-dihydro-5- (3-methoxyphenyl) -2-oxo-lH-l, 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 




RN 676129-60-5 HCAPLUS 

CN Cyclohexanecarboxamide, N- [2, 3-dihydro-5- (3-methoxyphenyl) -2-oxo-lH-l, 4- 



10/593,667 

benzodiazepin-3-yl] - (CA INDEX NAME) 




RN 676129-61-6 HCAPLUS 

CN 1-Piperidinecarboxamide, N- [2, 3-dihydro-5- ( 3-methoxyphenyl ) -2-oxo-lH-l, 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 




RN 676129-62-7 HCAPLUS 

CN 4-Piperidinecarboxamide, N- [2, 3-dihydro-5- (3-methoxyphenyl) -2-oxo-lH-l, 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 




676129-63-8 HCAPLUS 

Cyclohexanecarboxamide, N- (8-chloro-2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



O-L. 
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RN 676129-64-9 HCAPLUS 

CN 2-Thiophenecarboxamide, N- (2, 3-dihydro-8-methyl-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 




RN 676129-65-0 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' -2- 
thienyl- (CA INDEX NAME) 



Ph 




RN 676129-66-1 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' -3- 
thienyl- (CA INDEX NAME) 



Ph 




RN 676129-67-2 HCAPLUS 

CN 2-Pyridinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
3-yl)- (CA INDEX NAME) 



Ph 
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RN 676129-68-3 HCAPLUS 

CN lH-Pyrazole-4-carboxamide, N- ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676129-69-4 HCAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
3-yl) -6- (dimethylamino) - (CA INDEX NAME) 



Ph 




RN 676129-70-7 HCAPLUS 

CN 1-Naphthalenecarboxamide, N- ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -2-ethoxy- (CA INDEX NAME) 



Ph 




RN 676129-71-8 HCAPLUS 

CN 9H-Fluorene-l-carboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -9-oxo- (CA INDEX NAME) 



Ph 
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RN 676129-72-9 HCAPLUS 

CN lH-Benzimidazole-l-carboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -2, 3-dihydro-2-oxo- (CA INDEX NAME ) 




RN 676129-73-0 HCAPLUS 

CN 2-Furancarboxamide, 4, 5-dibromo-N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH 
benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 676129-74-1 HCAPLUS 

CN 2-Benzofurancarboxamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 676129-75-2 HCAPLUS 

CN Carbamic acid, ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
methyl ester (9CI) (CA INDEX NAME) 
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RN 676129-76-3 HCAPLUS 

CN Carbamic acid, ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -, 
ethyl ester (9CI) (CA INDEX NAME) 




RN 676129-77-4 HCAPLUS 

CN Carbamic acid, ( 2 , 3-dihydro-2-oxo- 5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -, 
2-methylpropyl ester (9CI) (CA INDEX NAME) 




RN 676129-78-5 HCAPLUS 

CN 2-Thiopheneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)-a-oxo- (CA INDEX NAME) 




IT il 3-63- P, N- (7-Chloro-2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) acetamide 70890-53-8?, 

N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3-yl ) acetamide 
I03373-17-7P, 2-Chloro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) benzamide 368870-47-7P, 
Furan-2-carboxylic acid N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) amide 676127-95-0P, 
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1, l-Diethyl-3- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl)urea , N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH- 

benzo [e] [1, 4 ] diazepin-3-yl ) propionamide 676127-97-2P, 

N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3-yl ) butyramide 

676127- 98-3P, N- ( 2-Oxo-5-phenyl-2 , 3 -dihydro- 1H- 
benzo [e] [1,4] diazepin-3-yl ) isobutyramide 676127-99- 4P, 

2, 2-Dimethyl-N- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl ) propionamide 675128-00- OP, Cyclopentanecarboxylic acid 
N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
676.128-01-.1P, Cyclohexanecarboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 

] , 4-Methoxy-N- (2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1, 4 ] diazepin-3-yl ) benzamide 675128 -05-5P, 
N- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -3- 
trif luoromethylbenz amide 6 76 1 2 8-06 -6P, Piper idine-1 -car boxy lie 
acid N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 

676128- 07-7P, Morpholine-4-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3-yl ) amide 

" . o \ 4-Nitro-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1, 4] diazepin-3-yl) benzamide 676128-10-2P, 
4-Methylpiperazine-l-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 

676128-11-3P, N— (2—0x0—5— phenyl— 2, 3-dihydro-lH- 

benzo [e] [l,4]diazepin-3-yl) - 2 -tr if luoromethylbenz amide 

676128-12-4P, 4-Bromo-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 

benzo [e] [1, 4 ] diazepin-3-yl ) benzamide 676128--13-5P, 

2-Methyl-N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl ) benzamide 6 76128-1 4-6 P, 

2- Nitro-N- ( 2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1,4] diazepin-3- 
yl) benzamide 676128-.17-9P, Benzo [b] thiophene-3-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 
676128--18--0P, 2, 3-Dihydrobenzof uran-5-carboxylic acid 
N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 
676128-19 -IP, Isoxazole-5-carboxylic acid 

N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) amide 
676128-20-4P, Benzo [b] thiophene-2-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 
676128-2 i-SP, Thiophen-3-carboxylic acid 

N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 

676128-22-6P, N— (2— Oxo— 5— phenyl— 2, 3— dihydro— 1H— 

benzo [e] [1,4] diazepin-3-yl ) isonicotinamide 676128-23-7P, 

N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) nicotinamide 

676128-24-8P, N- ( 2-Oxo-5-phenyl-2 , 3-dihydro-lH- 

benzo [e] [1, 4] diazepin-3-yl ) methanesulf onamide 8 2b 9P, 

Propane-l-sulf onic acid N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 

benzo lej [ 1 , 4 J diazepin-3-yl ) amide 676128-26-0P, Butane-1 -sulfonic 

acid N-(2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [e] [l,4Jdiazepin-3-yl) amide 

6 /6128 ■■"< /P, 3- ( 2-Nitrobenzylamino) -b-phenyl-1, 3- 

dihydrobenzo lej 11, 4 J diazepin-2-one 6 /6126-32 -8P, 

3- (3-Nitrobenzylamino) -b-phenyl-1, 3-dihydrobenzo [e] [l,4]diazepin-2-one 
6 1 2 8-37- 3- ( 4-Nitrobenzylamino) -b-phenyl-1, 3- 

dihydrobenzo lej [ 1 , 4 J diazepin-2-one 6 '- ; 6 12 8-3 4 - OP, 

3- ( 2-Methoxybenzy 1 ami no ) -b-phenyl-1 , 3-dihydrobenzo [e] [1, 4Jdiazepin-2-one 
• '■'6 1 1 ri ■■ 3h- J.P, 3- ( 3-Methoxybenzylamino) - b-phenyl-1 , 3- 
dihydrobenzo lej 11, 4 J diazepin-2-one 6 76.1 28-39 - 5P, 

3-1 (Furan-2-yl methyl (amino J -b-phenyl-1 , 3-dihydrobenzo lej Jl,4Jdiazepin-2- 

one 5'/ 6 .1 2 6 - -i 0 - 8P, N- ( 7-Chloro-2-oxo-b-phenyl-2 , 3 -dihydro - 1H- 

benzo lej 11, 4 Jdiazepin-3-yl) isobutyramide 6 /61 28 - 4 1- 9P, 

N- (7-Chloro-2-oxo-b-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 

yl ) methanesulf onamide 6 76 .1 2 8-42-OP, Cyclohexanecarboxylic acid 
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N- ( 7-chloro-2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3-yl) amide 

8-4 IP, N- (7-Chloro-2-oxo-5-phenyl-2, 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) - 2 -met hoxyben zamide £76128-- 45-3?, 
N- (7-Chloro-2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -2- 
nitroben zamide S7612 8-46-4P, 

2- (2-Methoxyphenyl) -N- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin- 

3- yl) acetamide 61 8-4 P, 

2- (3-Methoxyphenyl) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin- 

3- yl) acetamide 576128 ^ . , 

2- ( 4-Methoxyphenyl ) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin- 

3- yl ) acetamide , 

2- ( 4-Nitrophenyl ) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl) acetamide 6 76 1 2 8- 50-- OP, 

2- (3-Nitrophenyl) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1,4] diazepin-3- 
yl) acetamide t [-S--54-4P, 

1- (2-Methoxyphenyl) -3- (2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4] diazepin- 

3- yl) urea 6 6 1 7 8 -- V:.--:; P , 1- (2-Nitrophenyl) -3- (2-oxo-b-phenyl-2, 3- 
dihydro-lH-benzo [ e J [ 1 , 4 J diazepin-3-yl ) urea £76.1 7.8--65-7P, 

4- (Methanesulf onyl ) -2-methoxy-N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo lej 11,4] diazepin-3-yl ) ben zamide 67S123--79--SP, 

6- (Morpholin-4-yl) -N- ( 2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [1, 4] diazepin- 
3-yl ) nicotinamide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of aminobenzodiazepinones and pharmaceutical 
compns. containing them for use against respiratory syncytial virus) 
RN 4173-63-1 HCAPLUS 

CN Acetamide, N- ( 7-chloro-2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4-benzodiazepin-3- 
yl)- (CA INDEX NAME) 




RN 70890-53-8 HCAPLUS 

CN Acetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - (CA 
INDEX NAME) 



Ph 



AclIH- 




RN 103373-17-7 HCAPLUS 

CN Benzamide, 2-chloro-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)- (CA INDEX NAME) 
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Ph 




RN 368870-47-7 HCAPLUS 

CN 2-Furancarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)- (CA INDEX NAME ) 




RN 676127-95-0 HCAPLUS 

CN Urea, N ' - ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N, N- 
diethyl- (CA INDEX NAME) 




RN 676127-96-1 HCAPLUS 

CN Propanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - 
(CA INDEX NAME) 




RN 676127-97-2 HCAPLUS 

CN Butanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - (CA 
INDEX NAME) 
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RN 676127-98-3 HCAPLUS 

CN Propanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
methyl- (CA INDEX NAME) 



■r — L n: 



RN 676127-99-4 HCAPLUS 

CN Propanamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2, 2- 
dimethyl- (CA INDEX NAME) 




RN 676128-00-0 HCAPLUS 

CN Cyclopentanecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676128-01-1 HCAPLUS 

CN Cyclohexanecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
3-yl)- (CA INDEX NAME) 



10/593,667 



Ph 



CX-t 




RN 676128-03-3 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -4- 
methoxy- (CA INDEX NAME ) 




RN 676128-05-5 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -3- 
(trifluoromethyl) - (CA INDEX NAME) 




RN 676128-06-6 HCAPLUS 

CN 1-Piperidinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676128-07-7 HCAPLUS 

CN 4-Morpholinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 
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Ph 




RN 676128-08-8 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -4- 
nitro- (CA INDEX NAME) 




RN 676128-10-2 HCAPLUS 

CN 1-Piperazinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -4-methyl- (CA INDEX NAME) 



Ph 




RN 676128-11-3 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
(trifluoromethyl) - (CA INDEX NAME) 



Ph 




RN 676128-12-4 HCAPLUS 

CN Benzamide, 4-bromo-N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)- (CA INDEX NAME) 
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Ph 




RN 676128-13-5 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
methyl- (CA INDEX NAME) 




RN 676128-14-6 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
nitro- (CA INDEX NAME) 




RN 676128-17-9 HCAPLUS 

CN Benzo [b] thiophene-3-carboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 




RN 676128-18-0 HCAPLUS 

CN 5-Benzof urancarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) -2, 3-dihydro- (CA INDEX NAME) 
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Ph 




RN 676128-19-1 HCAPLUS 

CN 5-Isoxazolecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepi 
3-yl)- (CA INDEX NAME) 



Ph 




RN 676128-20-4 HCAPLUS 

CN Benzo [b] thiophene-2-carboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676128-21-5 HCAPLUS 

CN 3-Thiophenecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepi 
3-yl)- (CA INDEX NAME) 



Ph 




RN 676128-22-6 HCAPLUS 

CN 4-Pyridinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin 
3-yl)- (CA INDEX NAME) 
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Ph 




RN 676128-23-7 HCAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
3-yl)- (CA INDEX NAME ) 




RN 676128-24-8 HCAPLUS 

CN Methanesulf onamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)- (CA INDEX NAME) 



Ph 



o 




RN 676128-25-9 HCAPLUS 

CN 1-Propanesulf onamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)- (CA INDEX NAME) 



Ph 




RN 676128-26-0 HCAPLUS 

CN 1-Butanesulf onamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)- (CA INDEX NAME) 
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Ph 




RN 676128-31-7 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1, 3-dihydro-3- [ [ ( 2-nitrophenyl ) methyl ] amino] -5- 
phenyl- (CA INDEX NAME) 




RN 676128-32-8 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1, 3-dihydro-3- [ [ ( 3-nitrophenyl ) methyl ] amino] -5- 
phenyl- (CA INDEX NAME) 



Ph 




RN 676128-33-9 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1, 3-dihydro-3- [ [ ( 4-nitrophenyl ) methyl ] amino] -5- 
phenyl- (CA INDEX NAME) 



Ph 




RN 676128-34-0 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1, 3-dihydro-3- [ [ ( 2-methoxyphenyl ) methyl ] amino] 
5-phenyl- (CA INDEX NAME) 
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Ph 




RN 676128-35-1 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 1, 3-dihydro-3- [ [ ( 3-methoxyphenyl ) methyl ] amino] - 
5-phenyl- (CA INDEX NAME) 



Ph 




RN 676128-39-5 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3- [ ( 2-f uranylmethyl ) amino] -1, 3-dihydro-5- 
phenyl- (CA INDEX NAME) 



Ph 




RN 676128-40-8 HCAPLUS 

CN Propanamide, N- ( 7-chloro-2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -2-methyl- (CA INDEX NAME) 




RN 676128-41-9 HCAPLUS 

CN Methanesulf onamide, N- (7-chloro-2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 
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RN 676128-42-0 HCAPLUS 

CN Cyclohexanecarboxamide, N- (7-chloro-2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl) - (CA INDEX NAME) 



Ph 




RN 676128-43-1 HCAPLUS 

CN Ben z amide, N- ( 7-chloro-2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl) -2-methoxy- (CA INDEX NAME) 



Ph 




RN 676128-45-3 HCAPLUS 

CN Ben z amide, N- ( 7-chloro-2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)-2-nitro- (CA INDEX NAME) 




RN 676128-46-4 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) - 
2-methoxy- (CA INDEX NAME) 
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Ph 




RN 676128-47-5 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
3-methoxy- (CA INDEX NAME ) 




RN 676128-48-6 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
4-methoxy- (CA INDEX NAME) 



Ph 




RN 676128-49-7 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
4-nitro- (CA INDEX NAME) 




RN 676128-50-0 HCAPLUS 

CN Benzeneacetamide, N- (2, 3-dihydro-2-oxo- 5-phenyl-lH-l , 4-benzodiazepin-3-yl ) 
3-nitro- (CA INDEX NAME) 
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RN 676128-54-4 HCAPLUS 

CN Urea, N- ( 2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 2- 
methoxyphenyl) - (CA INDEX NAME ) 




RN 676128-55-5 HCAPLUS 

CN Urea, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -N ' - ( 2- 
nitrophenyl) - (CA INDEX NAME) 




RN 676128-65-7 HCAPLUS 

CN Benzamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -2- 
methoxy-4- (methylsulf onyl ) - (CA INDEX NAME) 




RN 676129-79-6 HCAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
3-yl) -6- (4-morpholinyl) - (CA INDEX NAME) 
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Ph 




IT , 3-Amino-5-phenyl-l, 3-dihydrobenzo [e] [1, 4] diazepin-2- 

one 53 i-i ?, [ ( IS ) -1- [ ( ( 3S ) -2-Oxo-5-phenyl-2 , 3-dihydro-lH- 
benzo [e] [1,4] diazepin-3-yl ) carbamoyl] -2-phenylethyl ] carbamic acid 
tert-butyl ester 116842 -76-3P, 

(2S) -2-Amino-N- ( (3S) -2-oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3- 
yl) -3 -pheny lpr opanamide I55452-87-2P, 

( 7-Chloro-2-oxo-5-phenyl-2 , 3-dihydro-lH-benzo [e] [l,4]diazepin-3- 
yl) carbamic acid benzyl ester 25313 ! :>--9;?-4P, 

(S) -3-Amino-5-phenyl-l , 3-dihydrobenzo [e] [1,4] diazepin-2-one 
676127-92-7P, 3-Amino-7-chloro-5-phenyl-l , 3- 

dihydrobenzo [e] [1,4] diazepin-2-one hydrobromide 676127-93-8P, 

(2S) -N- (2-Oxo-5-phenyl-2, 3-dihydro-lH-benzo [e] [1, 4 ] diazepin-3-yl ) -3-phenyl- 

2- (3-phenylthioureido) propanamide 6 76127-94-3P, 

( S ) -3-Amino-5-phenyl-l , 3-dihydrobenzo [e] [l,4]diazepin-2-one acetate 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of aminobenzodiazepinones and pharmaceutical compns. 
containing 

them for use against respiratory syncytial virus) 
RN 103343-47-1 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-l , 3-dihydro-5-phenyl- (CA INDEX NAME) 



Ph 




RN 103343-61-9 HCAPLUS 

CN Carbamic acid, [ ( IS ) -2- [ [ ( 3S ) -2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 

benzodiazepin-3-yl] amino] -2-oxo-l- (phenylmethyl ) ethyl] -, 1, 1-dimethylethyl 
ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 
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RN 116842-76-3 HCAPLUS 

CN Benzenepropanamide, a-amino-N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH- 
1, 4-benzodiazepin-3-yl] -, (aS)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 155452-87-2 HCAPLUS 

CN Carbamic acid, ( 7-chloro-2 , 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3- 
yl)-, phenylmethyl ester (9CI) (CA INDEX NAME) 




RN 253135-95-4 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-l, 3-dihydro-5-phenyl-, (3S)- (CA 
INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 676127-92-7 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-7-chloro-l , 3-dihydro-5-phenyl-, 
hydrobromide (1:1) (CA INDEX NAME) 
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H21I- 




•ci 



# HBr 



RN 676127-93-8 HCAPLUS 

CN Benzenepropanamide, N- [ (3S) -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-3-yl] -a- [ [ (phenylamino) thioxomethyl ] amino] -, 
(aS)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 676127-94-9 HCAPLUS 

CN 2H-1 , 4-Benzodiazepin-2-one, 3-amino-l, 3-dihydro-5-phenyl-, (3S)-, acetate 
(1:1) (CA INDEX NAME) 

CM 1 

CRN 253135-95-4 
CMF C15 H13 N3 0 

Absolute stereochemistry. 



Ph 



PhNH 




Ph 




CM 



2 



CRN 64-19-7 
CMF C2 H4 02 
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IE, SI, LT, LV, FI, RO, MK, CY, AL, TR 

EP 2002-425075 20020213 < 



PRIORITY APPLN. INFO 




New pharmaceutical compds . of general formula F-(X)q (I) [q = 1-5, preferably 
1; F is chosen among drugs such as 8-tocopherol , clidanac, 

diethylhomospermine, glucosamine, thymocartin, vofopitant, etc.; X is chosen 
among 4 groups M, T, V, and Y where M = ON02, nitrate salt, nitrite ester, 
ONO, thoinitrite, SNO, etc., T = OR1-M, ORIORI-M, SR1NR2R1-M, NR2R1-M, 
NR2R1SR1-M, etc., Rl = saturated or unsatd., linear or branched alkylene, 
having 1 to 21 carbon atoms or a saturated or unsatd., optionally 
heterosubstituted or branched cycloalkylene, having 3 to 7 carbon atoms or an 
optionally heterosubstituted arylene having 3 to 7 carbon atoms; R2 = H, 
saturated or unsatd., linear or branched 1-21 carbon atom alkyl, saturated or 
unsatd. optionally heterosubstituted or branched 3-7 carbon cycloalkyl, 
optionally heterosubstituted 3-7 carbon aryl; Rl, R2 = OH, SH, F, CI, Br, 
OP03H2, C02H, etc.; bond between F and T = carboxylic ester, carboxylic amide, 
glycoside, azo, thioester, sulfonic ester, etc.; V = Z-M2, OZ-M2, NR2Z-M2, 
R1Z-M2, OR1-M2, OR1Z-M2, M2 = M, Rl-M, OR1-M, SR1-M, NR2R1-M; ZM2 = 
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COCH2CH(M2)CH2N+Me3, COCH2CH2COM2 , COCH (NHR2 ) CH2M2 , etc.; Y = 4-COC6H4CH20N02 , 
0(CH2)40N02, COCH (NH2 ) CH20N02 , 3-OC6H4CH20N02 , etc.] were prepared For 
example, a-tocopherol reacted with 4-H02CC6H4CH20N02 to give the nitroxymethyl 
derivative II. The compds . of general formula I are nitrate prodrugs which 
can release nitric oxide in vivo in a controlled and selective way and without 
hypotensive side effects and for this reason they are useful for the 
preparation of medicines for prevention and treatment of inflammatory, 
ischemic, degenerative and proliferative diseases of musculoskeletal, 
tegumental, respiratory, gastrointestinal, genito-urinary and central nervous 
systems . 
IT 586348-84-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of nitrate prodrugs for treating or preventing inflammatory, 
ischemic, degenerative, and proliferative diseases) 
RN 586348-84-7 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] -, mononitrate (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 179024-48-7 
CMF C24 H20 N4 02 

Absolute stereochemistry. Rotation ( + ) . 




CM 2 

CRN 7697-37-2 
CMF H N 03 



o 

0^=^— OH 
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Patent 

English 
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CY, DE, DK, ES, FI, FR, GB, GR, 
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AT, BE, CH, DE, DK, ES, FR, GB, 



IE, SI, LT, 
HU 2004000718 
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, RO, MK, CY. 

20040728 
20041021 
20060601 



SZ, TZ, 
IE, IT, 
GQ, GW, 

CA 2002- 
AU 2002- 
US 2002- 
EP 2002- 
GR, IT, 
AL, TR 
HU 2004- 
JP 2002- 
US 200b- 
US 2001- 
US 2001- 
US 2002- 
WO 2002- 
US 2002- 



BR, BY, 

ES, FI, 

KP, KR, 

MX, MZ, 

TJ, TM, 

UG, ZM, 
LU, MC, 
ML, MR, 

-2444436 
■256419 
-135998 
■725882 
LI, LU, 

■718 

■585382 

■281246 

■287964P 

■299287P 

-368752P 

-US13742 

-173322 



20020430 <- 

BZ, CA, CH, CN, 

GB, GD, GE, GH, 

KZ, LC, LK, LR, 

NO, NZ, OM, PH, 

TN, TR, TT, TZ, 

ZW, AT, BE, CH, 
NL, PT, SE, TR, 
NE, SN, TD, TG 

20020430 <- 
20020430 <- 
20020430 <- 
20020430 <- 
NL, SE, MC, PT, 

20020430 <- 
20020430 <- 
20051117 <- 
P 20010501 <- 
P 20010619 <- 
P 20020329 <- 
W 20020430 <- 
A3 20020617 <- 



OTHER SOURCE (S) : 



MARPAT 137:353054 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Dual inhibitors of PDE 7 and PDE 4 (pyr imidines , e.g. I), together with their 
use to treat leukocyte activation-associated disorders (including transplant 
rejection, rheumatoid arthritis, inflammatory bowel disease, psoriasis, 
ft --..I' hni^ , chromic ob\;t rue::.:! ve pn X ffiori-ary d.i ze-ava, lupus and multiple sclerosis), 
are provided herein. The present invention further provides for a method of 
reducing or alleviating nausea and emesis associated with the administration 
of PDE4 inhibitors comprising either the administration of a dual PDE 7-PDE 4 
inhibitor, or the simultaneous or sequential co-administration of a selective 
PDE 7 inhibitor together with a selective PDE 4 inhibitor. In I, Rla is H or 
alkyl; R2a is optionally substituted heteroaryl; Z is halogen, alkyl, 
substituted alkyl, haloalkyl, or NR3aR4a; R3a is H or alkyl; R4a is alkyl, 
optionally substituted (heteroaryl) alkyl, optionally substituted heterocyclo, 
optionally substituted (heterocyclo) alkyl, or (aryl) alkyl wherein the aryl 
group is substituted with one or two groups Tl* and T2* and optionally further 
substituted with a group T3*; or R3a and R4a together with the N atom to which 
they are attached may combine to form an optionally substituted heterocyclo 
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ring; R5a is (aryl)alkyl wherein the aryl group is substituted with one or two 
groups Tl* and T2* and optionally further substituted with a group T3*; R6a is 
H or alkyl; R7a is H or alkyl; Tl* and T2* are independently alkoxy, 
alkoxycarbonyl , heteroaryl or -S02R8a where R8a is alkyl, amino, alkylamino or 
dialkylamino; or Tl* and T2* together with the atoms to which they are 
attached may combine to form a ring (e.g., benzodioxole ) ; T3* is H, alkyl, 
halo, haloalkyl or cyano. Other pyrimidine classes (II-V) are described in 
the claims; this patent differs from WO 02/088079 with regard to IV (Jl and J2 
are same or different and are optionally substituted alkylene group of 1-3 C 
atoms, provided that they are not both greater than C2 alkylene) . 
Pharmaceutical properties for 2- [ [ 4- [ 4- (dimethylamino ) -1-piperidinyl ] -6- 
[[(3,4, 5-trimethoxyphenyl)methyl] amino] -2-pyrimidinyl ] amino] -4-methyl-5- 
thiazolecarboxylic acid Et ester (Fl) and 2- [ 4 , 6-bis ( 4-hydroxypiperidin-l- 
yl)pyrimidin-2-ylamino] -4-methylthiazole-5- carboxylic acid Et ester (F2) are 
reported. Fl is 100 fold selective for PDE 7 over PDE 4 and F2 is >50 fold 
selective for PDE 7. The IC50 for lipolysacchar ide peripheral blood 
mononuclear cells tumor necrosis factors (LPS PBMC TNF) was >25 uM for F2 
while cilomilast was potent in this assay with an IC50 of 0.43 uM. Mice were 
administered 30 mg/kg IP of Fl and 45 min later were administered 10 mg of 
rolipram orally; the Cmax for Fl are essentially unchanged by co- 
administration of rolipram, and the Cmax of rolipram was reduced by a factor 
of 3 by co-administration with Fl. Also, the plasma concentration of Fl when 
administered at 30 mg/kg does not reach the PDE 4 IC50 of Fl. Compared to 
LPS-in jected mice pretreated with vehicle, mice receiving Fl or rolipram alone 
had 52% and 54% redns. in serum TNF, resp. (each p<.05 vs. vehicle), as 
measured by a specific immunoassay, whereas mice treated with the combination 
of rolipram plus Fl showed an 89% reduction in serum TNF, which was 
significantly (p<.05) less than mice receiving either compound alone. Mice 
treated with dexamethasone showed a 93% reduction in serum TNF. Compound F2 
inhibited TNF production by 33.7% which was not statistically significant, 
whereas cilomilast inhibited TNF production by 56% (p < 0.05); the combination 
group which received both cilomilast 1 mg/kg and compound F2, had a decrease 
in TNF production of 72% (p < 0.05 vs. cilomilast alone). Although the 
methods of preparation are not claimed, 27 example prepns. are included. 

IT 197894-84-1, PD 189659 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(PDE 4 inhibitor; combined with pyrimidine PDE 7 inhibitors for 
reducing emesis or nausea associated with administration of PDE 4 
inhibitor for treatment of leukocyte activation-associated diseases) 

RN 197894-84-1 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 
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Preparation of pyrimidinylaminothiazolecarboxylates 
and related pyrimidines as dual inhibitors of 
phosphodiesterases PDE 7 and PDE 4 

Pitts, William John; Watson, Andrew J.; Dodd, John H. 

Bristol-Myers Squibb Company, USA 

PCT Int. Appl., 81 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



APPLICATION NO. 



WO 2002088079 
WO 2002088079 



20021107 
20030130 



WO 2002-US13628 



AE, 


AG, 


AL, 


AH, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK , 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, 


PL, 


PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 



UA, UG, US, UZ, VN, YU, ZA, ZM, ZW 
RW: GH, GM, KE, LS, MW, MZ, SD, SL, SZ, 



BF, BJ, CF. 
AU 2002305290 
US 20030104974 
US 20060116516 
PRIORITY APPLN. INFO.: 



TZ, 

CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, 
, CM, GA, GN, GQ, GW, 

20021111 AU 2002- 
20030605 US 2002- 
20060601 US 2005- 
US 2001- 
US 2001- 
US 2002- 
WO 2002- 
US 2002- 



UG, ZM, 
LU, MC, 
ML, MR, 

■305290 
135998 
■281246 
-287964P 
-299287P 
-368752P 
US13628 
173322 



ZW, AT, BE, CH, 
NL, PT, SE, TR, 
NE, SN, TD, TG 

20020429 ■ 

20020430 ■ 
20051117 ■ 

P 20010501 ■ 
P 20010619 ■ 
P 20020329 ■ 
W 20020429 ■ 
A3 20020617 ■ 



OTHER SOURCE (S) : 



MARPAT 137:353053 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Dual inhibitors of PDE7 and PDE4, together with their use to treat leukocyte 
activation-associated disorders (including transplant rejection, rheumatoid 
arthritis, inflammatory bowel disease, psoriasis, asthma, chronic obstructive 

i 5, lupus and multiple sclerosis ), are provided herein. Dual 

inhibitors of PDE 7 and PDE 4 (pyrimidines, e.g. I), together with their use 
to treat leukocyte activation-associated disorders (including transplant 
rejection, rheumatoid arthritis, inflammatory bowel disease, psoriasis, 

^, , lupus and multiple sclerosis), 

are provided herein. The present invention further provides for a method of 
reducing or alleviating nausea and emesis associated with the administration 
of PDE4 inhibitors comprising either the administration of a dual PDE 7-PDE 4 
inhibitor, or the simultaneous or sequential co-administration of a selective 
PDE 7 inhibitor together with a selective PDE 4 inhibitor. In I, Rla is H or 
alkyl; R2a is optionally substituted heteroaryl; Z is halogen, alkyl, 
substituted alkyl, haloalkyl, or NR3aR4a; R3a is H or alkyl; R4a is alkyl, 
optionally substituted (heteroaryl) alkyl, optionally substituted heterocyclo, 
optionally substituted (heterocyclo) alkyl, or (aryl) alkyl wherein the aryl 
group is substituted with one or two groups Tl* and T2* and optionally further 
substituted with a group T3*; or R3a and R4a together with the N atom to which 
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they are attached may combine to form an optionally substituted heterocyclo 
ring; R5a is (aryl)alkyl wherein the aryl group is substituted with one or two 
groups Tl* and T2* and optionally further substituted with a group T3*; R6a is 
H or alkyl; R7a is H or alkyl; Tl* and T2* are independently alkoxy, 
alkoxycarbonyl, heteroaryl or -S02R8a where R8a is alkyl, amino, alkylamino or 
dialkylamino; or Tl* and T2* together with the atoms to which they are 
attached may combine to form a ring (e.g., benzodioxole ) ; T3* is H, alkyl, 
halo, haloalkyl or cyano. Other pyrimidine classes (II-V) are described in 
the claims; this patent differs om WO 02/088080 with regard to IV (Jl and J2 
are same or different and are a bond or optionally substituted alkylene group 
of 1-4 C atoms, provided that they are not both a bond, and further that if 
one is a bond the other is an alkylene group of at least 3 C atoms) . 
Pharmaceutical properties for 2- [ [ 4- [ 4- (dimethylamino ) -1-piperidinyl ] -6- 
[[(3,4,5- trimethoxyphenyl ) methyl ] amino] -2-pyrimidinyl ] amino] -4-methyl-5- 
thiazolecarboxylic acid Et ester (Fl) and 2- [ 4 , 6-bis ( 4-hydroxypiperidin-l- 
yl ) pyrimidin-2-ylamino] -4-methylthiazole-5- carboxylic acid Et ester (F2) are 
reported. Fl is 100 fold selective for PDE 7 over PDE 4 and F2 is >50 fold 
selective for PDE 7. The IC50 for lipolysacchar ide peripheral blood 
mononuclear cells tumor necrosis factors (LPS PBMC TNF) was >25 uM for F2 
while cilomilast was potent in this assay with an IC50 of 0.43 uM. Mice were 
administered 30 mg/kg IP of Fl and 45 min later were administered 10 mg of 
rolipram orally; the Cmax for Fl are essentially unchanged by co- 
administration of rolipram, and the Cmax of rolipram was reduced by a factor 
of 3 by co-administration with Fl. Also, the plasma concentration of Fl when 
administered at 30 mg/kg does not reach the PDE 4 IC50 of Fl. Compared to 
LPS-injected mice pretreated with vehicle, mice receiving Fl or rolipram alone 
had 52% and 54% redns. in serum TNF, resp. (each p<.05 vs. vehicle), as 
measured by a specific immunoassay, whereas mice treated with the combination 
of rolipram plus Fl showed an 89% reduction in serum TNF, which was 
significantly (p<.05) less than mice receiving either compound alone. Mice 
treated with dexamethasone showed a 93% reduction in serum TNF. Compound F2 
inhibited TNF production by 33.7% which was not statistically significant, 
whereas cilomilast inhibited TNF production by 56% (p < 0.05); the combination 
group which received both cilomilast 1 mg/kg and compound F2, had a decrease 
in TNF production of 72% (p < 0.05 vs. cilomilast alone). Although the 
methods of preparation are not claimed, 27 example prepns. are included. 

IT 197894-84-1, PD 189659 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(PDE 4 inhibitor; combined with pyrimidine PDE 7 inhibitors for 
reducing emesis or nausea associated with administration of PDE 4 
inhibitor for treatment of leukocyte activation-associated diseases) 

RN 197894-84-1 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 
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2002:755195 HCAPLUS Full-t ext 
137:273169 

Method of inhibiting viral infection using HMG-CoA 
reductase inhibitors and isoprenylation inhibitors 
Graham, Barney Scott; Gower, Tara L.; Pastey, Manoj K. 
USA 

U.S. Pat. Appl. Publ., 2 4 pp. 

CODEN: USXXCO 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



US 20020142940 Al 20021003 US 2001-981682 

PRIORITY APPLN. INFO.: US 2000-241247P 

AB Applicants provide methods of inhibiting viral infections, 
infected individual with AIDS, respiratory syncytial virus 



20011016 <— 
? 20001017 <— 
and treating an 
infection, 



parainfluenza virus infection, and other viral infections. Inhibitors of Rho 
isoprenylation are used to inhibit Rho cell surface attachment, thereby 
inhibiting the use, by viruses, of Rho as a receptor for infection of 
susceptible cells. Isoprenylation inhibitors include inhibitors specific for 
the enzymes farnesyltransf erase and geranylgeranyltranf erase, as well as 
inhibitors of general cholesterol biosynthesis, such as HMG-CoA reductase 
inhibitors. Mice were treated with 1 mg/day lovastatin, 50 mg/day 
gemfibrozil, or PBS by oral gavage beginning three days prior to infection 
with either RSV or vaccinia virus. Vaccinia replication and illness was not 
effected by lovastatin or gemfibrozil treatment compared to PBS treated 
controls. Gemfibrozil and PBS treated mice infected with RSV had a peak titer 
in the lung of 6.5+/-0.43 (loglO pfu/gm) and 6.5+/-0.19 (loglO pfu/gm) , resp., 
while RSV replication in lovastatin treated mice was reduced by nearly 10 0- 
fold to 4.7+/-0.4 (loglO pfu/gm). 
149786-88-9, BZA-5B 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(method of inhibiting viral infection using HMG-CoA reductase 

inhibitors and isoprenylation inhibitors) 
149786-88-9 HCAPLUS 

L-Methionine, L-cysteinyl-2 , 3-dihydro-3- (methylamino ) -2-oxo-5-phenyl-lH- 
1, 4-benzodiazepine-l-acetyl-, methyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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137:119694 

Sodium-hydrogen exchanger type 1 inhibitor combination 

with another agent for reduction of 

ischemia-associated tissue damage 

Tracey, Wayne R.; Hill, Roger J. 

Pfizer Inc., USA 

U.S. Pat. Appl. Publ., 2 0 pp. 

CODEN: USXXCO 

Patent 

English 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 




US 


20020099075 


Al 


20020725 


US 2002-52320 


20020117 




US 


6423705 


B2 


20020723 








EP 


1226830 


A2 


20020731 


EP 2002-250403 


20020121 


< — 


EP 


1226830 


A3 


20030709 










R: AT, BE, CH, 


DE, DK, 


, ES, FR, 


GB, GR, IT, LI, LU, 


NL, SE, MC, PT, 






IE, SI, LT, 


LV, FI, 


. RO, MK, 


CY, AL, TR 






CN 


1370531 


A 


20020925 


CN 2002-102433 


20020121 


< — 


AU 


2002011978 


A 


20020801 


AU 2002-11978 


20020122 


< — 


JP 


2002275096 


A 


20020925 


JP 2002-12315 


20020122 


< — 


CA 


2369212 


Al 


20020725 


CA 2002-2369212 


20020123 


< — 


ZA 


2002000597 


A 


20030723 


ZA 2002-597 


20020123 




HU 


2002000253 


A2 


20021028 


HU 2002-253 


20020124 




HU 


2002000253 


A3 


20030428 








NZ 


516792 


A 


20030926 


NZ 2002-516792 


20020124 


< — 


PRIORITY APPLN. INFO.: 






US 2001-264173P 


P 20010125 


< — 



OTHER SOURCE(S): MARPAT 137:119694 

AB The invention provides methods of reducing tissue damage resulting from 

ischemia which comprise administering to a mammal in need of such reduction an 
effective amount of a combination, or a pharmaceutical composition comprising 
such combination, of a sodium-hydrogen exchanger type 1 (NHE-1) inhibitor and 
a second compound selected from the group consisting of: (a) a complement 
modulator, (b) a metabolic modulator, (c) an anti-apoptotic agent, (d) a 
nitric oxide synthase-related agent, and (e) an enzyme/protein modulator. The 
invention further provides kits comprising an amount of a sodium-hydrogen 
exchanger type-1 inhibitor, and a pharmaceutically acceptable carrier, 
vehicle, or diluent in a first unit dosage form; an amount of a second 
compound selected from the group consisting of (a) a complement modulator, (b) 
a metabolic modulator, (c) an anti-apoptotic agent, (d) a nitric oxide 
synthase-related agent, and (e) an enzyme/protein modulator selected from the 
group consisting of a protein kinase C activator, an endothelin converting 
enzyme inhibitor, a tissue-activated fibrinolytic inhibitor (TAFI), a Na+/Ca+2 
exchanger isoform-1 (NCX-1) inhibitor, and a poly(ADP ribose) synthetase 
(PARS/PARP) inhibitor, and a pharmaceutically acceptable carrier, vehicle, or 
diluent in a second unit dosage form; and a container. 

IT 3; 0 ■■ -i , L 74 /981 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(sodium-hydrogen exchanger type 1 inhibitor combination with another 
agent for reduction of ischemia-associated tissue damage) 

RN 443911-20-4 HCAPLUS 

CN Urea, N- [2, 3-dihydro-2-oxo-5-phenyl-l- (2,2, 2-trif luoroethyl ) -1H-1, 4- 
benzodiazepin-3-yl] -N ' - [ 4- ( 4 -methy 1-1 -piper az iny 1 ) phenyl ] - (CA INDEX 
NAME) 



Currently available stereo shown. 



105 



10/593,667 




L2 0 ANSWER 2 0 OF 2 6 HCAPLUS COPYRIGHT 2008 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2001:900053 HCAPLUS Fu 
136:31699 

Use of diazepinoindoles for the treatment of 

chronic obstructive 

Doherty, Annette 

Warner-Lambert Company, USA 

Eur. Pat. Appl., 14 pp. 

CODEN: EPXXDW 

Patent 

English 



PATENT NO. 



APPLICATION NO. 



EP 1161949 

R: AT, BE, CH, 
IE, SI, LT, 

CA 2347337 
EP 1161950 



AT, 
IE, 



CH, 
SI, LT, 



ZA 2001004616 
US 20020010175 
US 6544983 
BR 2001002289 
NZ 512222 
MX 2001PA05726 
NO 2001002831 
CN 1345725 
HU 2001002388 
HU 2001002388 
JP 2002138090 

PRIORITY APPLN. INFO. 

OTHER SOURCE (S) : 

GI 



20011212 
, ES, FR, 
, RO 
20011209 
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, ES, FR, 



EP 2000-401646 
GB, GR, IT, 



20000609 < 
LU, NL, SE, MC, PT, 
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A 20021030 

Al 20020124 

B2 20030408 
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A 20021025 
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A 20011210 
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MARPAT 136:31699 



CA 2001-2347337 
EP 2001-401383 
GB, GR, IT, LI, LU, 

ZA 2001-4616 
US 2001-876719 

BR 2001-2289 
NZ 2001-512222 
MX 2001-PA5726 
NO 2001-2831 
CN 2001-120850 
HU 2001-2388 

JP 2001-174372 
EP 2000-401646 



20010511 < 
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(I) : 



197894-73-8 197894-75-0 i97894-7S-l 

197894-77-2 197894-81-8 197894-83-0 

197894-84-1 197894-85-2 197894-91-0 

197894-92-1 197894-93-2 197894-94-3 

197894-95-4 197895-04-8 197895-06-0 



of 1 rcrs i - est d 1 - pi: nary > 





RN 197894-75-0 HCAPLUS 

CN Carbamic acid, [ 4- [ [ [ ( 3R) -9-amino-3 , 4 , 6 , 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3,2,1-jk] [1,4] benzodiazepin-3-yl ] amino] car bony 1 ] phenyl ] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 197894-76-1 HCAPLUS 

CN Benzamide, 4-amino-N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 197894-77-2 HCAPLUS 

CN Benzamide, 4-amino-N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] -3 , 5-dichloro- (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 197894-81-8 HCAPLUS 

CN Benzamide, 4-amino-N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3,2, 1-jk] [1,4] benzodiazepin-3-yl ] -5-chloro-2-methoxy- (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 197894-83-0 HCAPLUS 

CN 2-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 197894-84-1 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. 




-1IH 2 



RN 197894-85-2 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 197894-91-0 HCAPLUS 

CN 2-Pyrazinecarboxamide, N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 197894-92-1 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation ( + ) . 



RN 197894-93-2 HCAPLUS 

CN 3-Quinolinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 



RN 197894-94-3 HCAPLUS 

CN Pyrazolo [5, 1-c] [ 1 , 2 , 4 ] triazine-3-carboxamide, 

N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl]-4, 7-dimethyl- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 



RN 197894-95-4 HCAPLUS 

CN Benzamide, 4-amino-3, 5-dichloro-N- [ (3R) -9- (dimethylamino) -3,4,6,7- 

tetrahydro-4-oxo-l-phenylpyrrolo [3, 2, 1-jk] [1,4] benzodiazepin-3-yl ] - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 197895-04-8 HCAPLUS 

CN 2-Benzof urancarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 197895-06-0 HCAPLUS 

CN Pyrazolo [5, 1-c] [ 1 , 2 , 4 ] triazine-3-carboxamide, 

4, 7-dimethyl-N- [ (3R) -3, 4, 6, 7-tetrahydro-4-oxo-l-phenyl-9- ( 1- 
pyrrolidinyl)pyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 321527-83-7 HCAPLUS 

CN Carbamic acid, [4- [ [ [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3,2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] amino] carbonyl] -3- 
pyridinyl]-, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 
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The synthesis, structure-activity relationships, and biol. properties of a 
novel series of potent and selective phosphodiesterase type 4 (PDE4) 
inhibitors was accomplished. These new aminodiazepinoindoles displayed in 
vitro PDE4 activity with submicromolar IC50 values and PDE4 selectivity vs 
PDE1, -3, and -5. Specifically, one compound, CI 1044 (I), provided efficient 
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in vitro inhibition of TNFa release from hPBMC and hWB with IC50 values of 
0.34 and 0.84 uM, resp. This compound was found to exhibit potent in vivo 
activity in antigen-induced eosinophil recruitment in Brown-Norway rats (ED50 
= 3.2 mg/kg po) and in production of TNFa in Wistar rats (ED50 = 2.8 mg/kg 
po) . No emetic side effects at therapeutic doses were observed in ferrets. 



, CI 1044 3 35-2P £ 36-3 
197894-92-1P 197894-93-2P 197894-94-3P 
197894-95--4F 197894-96-5P 197894-99-8P 
19789:5-05-9? 197895-06-0P 26Q361-27-1P 
321527-78-0P 32I527-80-4P 321527-81-5P 
321527-82-6P 321527-83-7P 321527-84-8P 
321527-85-3P 321527-86-0P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(preparation, SAR and pharmacol. of 9-amino-4-oxo-l-phenyl-3 , 4 , 6 , 7- 
tetrahydro [1, 4] diazepino [6, 7, 1-hi] indoles, potent selective 
phosphodiesterase type 4 inhibitors) 
RN 179023-93-9 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179023-97-3 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-04-5 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] - (CA INDEX NAME) 
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Absolute stereochemistry. Rotation (+) . 




RN 179024-08-9 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-09-0 HCAPLUS 

CN 3-Quinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-11-4 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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•OMe 



RN 179024-12-5 HCAPLUS 

CN Pyrazolo [5, 1-c] [1, 2, 4] triazine-3-carboxamide, 

4, 7-dimethyl-N- [ (3R) -3,4,6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-27-2 HCAPLUS 

CN 4-Pyridinecarboxamide, 3, 5-dichloro-N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo- 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-28-3 HCAPLUS 

CN Carbamic acid, [4- [ [ [ (3R) -3, 4, 6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3, 
jk] [1,4] benzodiazepin-3-yl ] amino] carbonyl] -3-pyridinyl ] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 179024-29-4 HCAPLUS 

CN 4-Pyridinecarboxamide, 3-amino-N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 179024-47-6 HCAPLUS 

CN Benzamide, 2-methoxy-N- [ (3R) -3, 4, 6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-48-7 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179024-49-8 HCAPLUS 

CN Pyrazolo [5, 1-c] [1, 2, 4] triazine-3-carboxamide, 

4, 7-dimethyl-N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 197894-76-1 HCAPLUS 

CN Benzamide, 4-amino-N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 197894-77-2 HCAPLUS 

CN Benzamide, 4-amino-N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] -3 , 5-dichloro- (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 197894-84-1 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 197894-85-2 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 197894-86-3 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -9- (acetylamino) -3,4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 197894-92-1 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 197894-93-2 HCAPLUS 

CN 3-Quinolinecarboxamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 197894-94-3 HCAPLUS 

CN Pyrazolo [5, 1-c] [ 1 , 2 , 4 ] triazine-3-carboxamide, 

N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl]-4, 7-dimethyl- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




RN 197894-95-4 HCAPLUS 

CN Benzamide, 4-amino-3 , 5-dichloro-N- [ (3R)-9- (dimethylamino) -3, 4,6,7- 

tetrahydro-4-oxo-l-phenylpyrrolo [3, 2, 1-jk] [1,4] benzodiazepin-3-yl ] - (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 197894-96-5 HCAPLUS 

CN Benzamide, 4-amino-3, 5-dichloro-N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l-phenyl- 
9- (l-pyrrolidinyl)pyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX 
NAME) 



Absolute stereochemistry. 
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RN 197894-99-8 HCAPLUS 

CN Benzamide, N- [ (3R) -9- (acetylamino) -3, 4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3,2,1-jk] [1,4] benzodiazepin-3-yl ] -4-amino-3, 5-dichloro- (CA 
INDEX NAME ) 

Absolute stereochemistry. 




RN 197895-05-9 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3, 4, 6, 7-tetrahydro-4-oxo-l-phenyl-9- (1- 

pyrrolidinyDpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 197895-06-0 HCAPLUS 

CN Pyrazolo [5, 1-c] [ 1 , 2 , 4 ] triazine-3-carboxamide, 

4, 7-dimethyl-N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l-phenyl-9- ( 1- 
pyrrolidinyl)pyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 260361-27-1 HCAPLUS 

CN Benzamide, 4-amino-3, 5-dichloro-N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo- 
1-phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 321527-78-0 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-nitro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 321527-80-4 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [ ( 3R) -3 , 4 , 6 , 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 321527-81-5 HCAPLUS 

CN 4-Pyridinecarboxamide, 3, 5-dichloro-N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4- 
oxo-l-phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 321527-82-6 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] -3 , 5-dichloro- (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 321527-83-7 HCAPLUS 

CN Carbamic acid, [ 4- [ [ [ ( 3R) -9-amino-3 , 4 , 6 , 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1,4] benzodiazepin-3-yl ] amino] car bony 1] -3- 
pyridinyl]-, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




-NH2 



RN 321527-84-8 HCAPLUS 

CN Benzamide, N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl]-2-methoxy- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 321527-85-9 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-nitro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 321527-86-0 HCAPLUS 

CN 4-Pyridinecarboxamide, 3-amino-N- [ (3R) -9-amino-3, 4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (-) . 




IT 



RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation, SAR and pharmacol. of 9-amino-4-oxo-l-phenyl-3 , 4 , 6 , 7- 
tetrahydro [1, 4] diazepino [6, 7, 1-hi] indoles, potent selective 
phosphodiesterase type 4 inhibitors) 
RN 126149-54-0 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 
3-amino-6, 7-dihydro-l-phenyl- (CA INDEX NAME) 
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H 2 1 




RN 126167-36-0 HCAPLUS 

CN Pyrrolo [3 , 2 , 1- jk] [1, 4] benzodiazepine-3, 4-dione, 6 , 7-dihydro-l-phenyl-, 
3-oxime (CA INDEX NAME) 




RN 126252-50-4 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-l-phenyl-, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-51-2 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methyl-l-phenyl- (CA INDEX NAME) 




RN 179024-53-4 HCAPLUS 

CN Pyrrolo [3 , 2 , 1-jk] [1, 4] benzodiazepine-3, 4-dione, 

6, 7-dihydro-9-methyl-l-phenyl-, 3-oxime (CA INDEX NAME) 
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RN 179024-54-5 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methyl-l-phenyl-, (3R)- (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-56-7 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methoxy-l-phenyl- (CA INDEX NAME) 




RN 179024-58-9 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepine-3, 4-dione, 

6, 7-dihydro-9-methoxy-l-phenyl-, 3-oxime (CA INDEX NAME) 




RN 179024-59-0 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methoxy-l-phenyl-, (3R)- (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) . 
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RN 197895-07-1 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-nitro-l-phenyl-, (3R)- (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 197895-08-2 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3, 9-diamino-6, 7-dihydro-l-phenyl-, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 197895-10-6 HCAPLUS 

CN Carbamic acid, [ ( 3R) -3 , 4 , 6 , 7-tetrahydro-9-nitro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] -, 1 , 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




IT 197894-75--0P 197895-13-9P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation, SAR and pharmacol. of 9-amino-4-oxo-l-phenyl-3 , 4 , 6 , 7- 
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tetrahydro [1, 4] diazepino [6, 7, l-hi] indoles, potent selective 
phosphodiesterase type 4 inhibitors) 
RN 197894-75-0 HCAPLUS 

CN Carbamic acid, [4- [ [ [ (3R) -9-amino-3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3,2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] amino] carbonyl ] phenyl ] - 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 197895-13-9 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-l-phenyl-9- ( 1-pyrrolidinyl ) -, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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AB Benzodiazepine compds . , such as 1 , 4-benzodiazepine-2-ones and 1,4- 

benzodiazepine-2, 5-diones, their enantiomers, pharmaceutically acceptable 
salts, and prodrugs for treatment of a variety of dysregulatory disorders 
related to cellular death are provided. Such disorders include autoimmune 
disorders, inflammatory conditions, hyperprolif erative conditions, viral 
infections, and atherosclerosis. In addition, the above compds. can be used 
to prepare medicaments to treat the above-described dysregulatory disorders. 
The benzodiazepines can also be used in drugs screening assays and other 
diagnostic methods. For example, benzodiazepine compound I (2.5 mg/uh, i.p.) 
decreased the rate of tumor growth in a mouse model of human neuroblastoma. 
Specifically, tumors in controlled mice increased in volume 5-fold over an 
average 4 day period, whereas 12 days were required for the same increase in 
tumor size in benzodiazepine-treated animals. These findings support the 
claim that benzodiazepine was able to treat human malignant disease in a mouse 
model. Further, benzodiazepine had specific activity against human 
neuroblastoma both in vitro and in vivo. 

IT 304681-21-8 304681-22-9 304681-23-0 
304681-24-1 304681-25-2 304681-26-3 
304681-27-4 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(therapeutic applications of pro-apoptotic benzodiazepines) 
RN 304681-21-8 HCAPLUS 

CN lH-Pyrazole-3-carboxamide, N- [1- ( [1,1' -biphenyl ] -4-ylmethyl ) -7-chloro-2 , 3- 
dihydro-5- ( 4-hydroxyphenyl ) -2-oxo-lH-l, 4-benzodiazepin-3-yl ] -4-nitro- (CA 
INDEX NAME) 



OH 
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304681-22-9 HCAPLUS 

4-Isoxazolecarboxamide, N- [ 7-chloro-2 , 3-dihydro-5- ( 4-hydroxyphenyl ) -1- 
methyl-2-oxo-lH-l, 4-benzodiazepin-3-yl] -5-methyl-3-phenyl- (CA INDEX 
NAME ) 




304681-23-0 HCAPLUS 

4-Piperidinecarboxamide, 1-acetyl-N- [1- ( [ 1, 1 ' -biphenyl] -4-ylmethyl ) -7- 
chloro-2 , 3-dihydro-5- ( 4-hydroxyphenyl) -2-oxo-lH-l , 4-benzodiazepin-3-yl ] - 
(CA INDEX NAME) 



OH 




304681-24-1 HCAPLUS 

Pentanediamide, Nl- [1- ( [1,1' -biphenyl] -4-ylmethyl) -7-chloro-2, 3-dihydro-5 
(4-hydroxyphenyl) -2-oxo-lH-l, 4-benzodiazepin-3-yl ] -N5-phenyl- (CA INDEX 
NAME) 



10/593,667 



OH 



PhNH — ' 




RN 304681-25-2 HCAPLUS 

CN Benzamide, N-[2-[ [l-( [ 1 , 1 ' -biphenyl ] -4-ylmethyl ) -7-chloro-2 , 3-dihydro-5- 
hydroxyphenyl ) -2-oxo-lH-l, 4-benzodiazepin-3-yl ] amino] -2-oxoethyl] - (CA 
INDEX NAME) 



OH 




RN 304681-26-3 HCAPLUS 

CN 3-Pyridinecarboxamide, N- [1- ( [1,1 '-biphenyl] -4-ylmethyl) -7-chloro-2, 3- 

dihydro-5- ( 4-hydroxyphenyl ) -2-oxo-lH-l, 4-benzodiazepin-3-yl ] - (CA INDEX 
NAME) 
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RN 304681-27-4 HCAPLUS 

CN 2H-1, 4-Benzodiazepin-2-one, 3-amino-l- ([1,1' -biphenyl ] -4-ylmethyl ) 
chloro-1, 3-dihydro-5- (4-hydroxyphenyl) - (CA INDEX NAME ) 



OH 
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Pascal, Yves; Burnouf, Catherine; Gaudilliere, 
Bernard; Jacobelli, Henry; Calvet, Alain; Payne 
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OTHER SOURCE(S): MARPAT 129:330743 

GI 



xi 




AB The title compds . [I; A = H, Cl-4 alkyl, alkoxy, OH, N02, (un) substituted NH2, 
etc.; B = alkyl, CH20M, CH202C (CH2 ) a (CO) bYlY2 , (CH2)cC02M; Yl = (VCH2CH2)c, 
NHCHR(CO); M = alkyl, H; V = NH, O; R = residue of a natural a-amino acid with 
the C atom to which it is linked having a (R) or (S) configuration; Y2 = H, 
OH, OMe, 4-morpholinyl; a = 1, 2 ; b = 0, 1; c = 0-2; XI, X2 = H, alkyl, 
halogen , CN, (un) substituted 5-tetrazolyl, etc.; Z = CH when Zl and Z2 are CH 
or N, Z = N when Zl and Z2 are CH] , useful in the treatment of 
phosphodiesterase 4-mediated diseases [e.g., isthraa, atopic dermatitis, 
rheumatoid arthritis, inflammatory bowel disorders, pulmonary hypertension, 
liver injury, bone loss, etc. (all no data)], are prepared and I-containing 
formulations presented. Thus, ( 3R) -3-amino-l-phenyl-6 , 7-dihydro-3H- 
[1, 4] diazepino [6, 7, 1-hi] indol-4-one was reacted with 2-acetamidobenzoic acid 
in the presence of O- [ (ethoxycarbonyl) cyanomethylamino] -N, N, N ' , N ' - 
tetramethyluronium tetraf luoroborate, and the intermediate reacted with 1,1,1- 
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trimethoxyethane and cyclized, producing (3S) -3- ( 2-methyl-4-oxo-4H-quinazolin- 
3-yl ) -l-phenyl-6 , 7-dihydro-3H- [1,4] diazepino [ 6 , 7 , 1-hi ] indol-4-one which 
demonstrated a phosphodiesterase 4-inhibiting activity of 0.448 (using an 
enzyme preparation from the U937 cell line), vs. 0.792 for rolipram. 
IT .126149-54-0 179024-51-2 179024-54-5 
197895-07-1 197095-08-2 215098-13-8 
RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of phosphodiesterase 4-inhibiting 
[1, 4] diazepino [6, 7, 1-hi] indol-4-ones ) 
RN 126149-54-0 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-4 ( 3H) -one, 
3-amino-6, 7-dihydro-l-phenyl- (CA INDEX NAME) 




RN 179024-51-2 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methyl-l-phenyl- (CA INDEX NAME) 




RN 179024-54-5 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methyl-l-phenyl-, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 197895-07-1 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-nitro-l-phenyl-, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 197895-08-2 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3, 9-diamino-6, 7-dihydro-l-phenyl-, (3R)- (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 215098-13-8 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-nitro-l-phenyl- (CA INDEX NAME) 




IT 215105-58-1P 215105-60-5P 215105-61-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of phosphodiesterase 4-inhibiting 
[1, 4]diazepino [6, 7, 1-hi] indol-4-ones ) 
RN 215105-58-1 HCAPLUS 

CN 4-Pyridinecarboxamide, 3-amino-N- [ (3S) -3, 4, 6, 7-tetrahydro-9-nitro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 215105-60-5 HCAPLUS 

CN Carbamic acid, [4- [ [ [ (3S) -3, 4, 6, 7-tetrahydro-9-nitro-4-oxo-l- 

phenylpyrrolo [3,2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] amino] carbonyl] -3- 
pyridinyl]-, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME ) 

Absolute stereochemistry. 




RN 215105-61-6 HCAPLUS 

CN Benzamide, 2-amino-N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl]- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 215105-62-7 HCAPLUS 

CN 4-Pyridinecarboxamide, 3- (acetylamino) -N- [ (3R) -3,4,6, 7-tetrahydro-9-nitro- 
4-oxo-l-phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 
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Anti-inflammatory medicament containing farnesyl 
protein transferase inhibitors 
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AU 9868474 A 19981022 AU 1998-68474 19980402 <— 

PRIORITY APPLN. INFO.: GB 1997-6652 A 19970402 <— 

WO 1998-GB976 W 19980402 <— 

AB Medicament containing inhibitors of farnesyl protein transferase are claimed 
for the treatment of an inflammatory pathol. condition or the associated pain 
Thus, 1- (2-amino-3-mercaptopropyl) -2-butyl-4- (1- naphthoyl ) piperazine, at a 
concentration of 1 |iM, inhibited the proliferation of cultured human T- 
lymphocytes by 72%. 
IT 149786-88-9 184687-64-7 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; USES 
(Uses) 

(anti-inflammatory medicament containing farnesyl protein transferase 
inhibitors ) 
RN 149786-88-9 HCAPLUS 

CN L-Methionine, L-cysteinyl-2 , 3-dihydro-3- (methylamino ) -2-oxo-5-phenyl-lH- 
1, 4-benzodiazepine-l-acetyl-, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 184687-64-7 HCAPLUS 

CN L-Methionine, L-cysteinyl-2, 3-dihydro-3- (methylamino) -2-oxo-5-phenyl-lH- 
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1, 4-benzodiazepine-l-acetyl- (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



Ph 
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ES 2239788 
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US 20030069228 
US 6573259 
US 20040048855 
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P 19970404 
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A3 19990604 
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The present invention relates to novel classes of compds . I [RC:CR is an 
optionally substituted aryl or heteroaryl ring; Rl = aryl, heteroaryl, 
alkylaryl, alkylheteroaryl ; R2 = bond, CO, COCO, S02, OCO, NHCO, NHS02, 
NHCOCO, CH:CHCO, OCH2CO, NHCH2CO, etc.; R3 = aryl, heteroaryl, cycloalkyl, 
alkyl, dialkylamino; Y = R5CO (CH2 ) mCH2CH (COR6 ) or related lactones or 
semicarbazones, where R5 = OH, alkoxy, NHOH, etc.; R6 = H, HOCH2, 
aroyloxymethyl, etc.; m = 0 or 1] which were prepared as inhibitors of 
interleukin-l|3 converting enzyme. (ICE). Thus, (3S) -3- [3 (R, S) - 

[ (benzyloxycarbonyl ) amino] -1, 3-dihydro-2-oxo-5-phenyl-2H- 1, 4-benzodiazepin-l- 
acetylamino] -4-oxobutyric acid, prepared from 3(R,S)- 

[ (benzyloxycarbonyl) amino] -1, 3-dihydro-2-oxo-5-phenyl-2H-l , 4- benzodiazepin-1- 
acetic acid and ( 3S ) -3- ( 1-f luorenylmethoxycarbonylamino ) -4- oxobutyric acid 
tert-Bu ester semicarbazone, showed ICE inhibition constant Ki = 650 nM and 
IC50 = 20,000 nM. 



208759- 
208753- 



--46-0P 
--52-8P 



BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
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BIOL (Biological study); PREP (Preparation); USES (Uses) 
(inhibitors of interleukin-ip converting enzyme) 
RN 172968-04-6 HCAPLUS 

CN 1H-1, 4-Benzodiazepine-l-acetic acid, 

2, 3-dihydro-2-oxo-5-phenyl-3- [ [ (phenylmethoxy ) carbonyl] amino] - (CA INDEX 
NAME ) 



Ph 




RN 208758-94-5 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-5-phenyl-3- 

[ [ (phenylmethoxy) carbonyl] amino] -1H-1, 4-benzodiazepin-l-yl ] acetyl] amino] -4- 
oxo-, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




.C02H 



RN 208758-95-6 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ (3, 5-dichloro-4-methoxybenzoyl) amino] -2, 3-dihydro- 
2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 208758-96-7 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- (benzoylamino) -2, 3-dihydro-2-oxo-5-phenyl-lH-l, 4- 
benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME) 
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Absolute stereochemistry. 



Ph 



Ph- 




CHO 



,C0 2 H 



RN 208758-97-8 HCAPLUS 

CN Butanoic acid, 3- [[ 2- [ 3- [[ 4- (acetylamino) benzoyl ] amino] -2 , 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 208758-98-9 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [4- (acetylamino) -3-chlorobenzoyl] amino] -2, 3- 
dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



RN 208758-99-0 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ (4-methoxy-3, 5-dimethylbenzoyl) amino] 
2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 



Ph 




Ph 




Absolute stereochemistry. 



10/593,667 



Ph 




.C02H 



RN 208759-00-6 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [3- [ ( 4-amino-3 , 5-dichlorobenzoyl ) amino] -2 , 3-dihydro- 
oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



Ph 




.C02H 



RN 208759-01-7 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-3- [ ( 4-methoxybenzoyl ) amino] -2-oxo-5- 
phenyl-lH-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



Ph 




.C02H 



RN 208759-02-8 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [3- [ [ 4- (dimethylamino) benzoyl ] amino] -2 , 3-dihydro-2- 
oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



10/593,667 



ph 



11% 2 H' 




CHO 



RN 208759-03-9 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro- 3- [ ( 2-methoxybenzoyl ) amino] -2-oxo-5- 
phenyl-lH-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 



RN 208759-04-0 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ ( 1-isoquinolinylcarbonyl ) amino] -2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



RN 208759-05-1 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [3- [ ( 1 , 3-benzodioxol-5-ylcarbonyl ) amino] -2 , 3-dihydro- 
2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



Ph 





143 



10/593,667 



Ph 




RN 208759-06-2 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-2-oxo- 5-phenyl-3- [ ( 2-phenylacetyl ) amino] - 
1H-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 208759-07-3 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ ( cyclohexylcarbonyl ) amino] -2, 3-dihydro-2-oxo-5- 
phenyl-lH-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



Ph 




,C02H 



RN 208759-09-5 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-3- [ ( l-oxo-3-phenylpropyl ) amino] -5- 
phenyl-lH-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



144 



10/593,667 



Ph 




,C0 2 H 



RN 208759-11-9 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-5-phenyl-3- 

[ [ (phenylamino) carbonyl] amino] -1H-1, 4-benzodiazepin-l-yl ] acetyl] amino] -4- 
oxo-, (3S)- (CA INDEX NAME ) 

Absolute stereochemistry. 



Ph 



PhNI 




.C02H 



RN 208759-13-1 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-5-phenyl-3- 

[ [ [ (phenylmethyl ) amino] carbonyl] amino] -1H-1, 4-benzodiazepin-l- 
yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




-C0 2 H 



RN 208759-15-3 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [3- [ ( 4-amino-3-chlorobenzoyl ) amino] -2 , 3-dihydro-2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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10/593,667 



Ph 




.C02H 



RN 208759-17-5 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ (4-hydroxy-3, 5-dimethylbenzoyl) amino] 
2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 




.C02H 



RN 208759-19-7 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ (4-hydroxybenzoyl) amino] -2-oxo-5- 
phenyl-lH-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



Ph 




,C0 2 H 



RN 208759-21-1 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ (3, 5-dichloro-4-hydroxybenzoyl ) amino] -2, 3-dihydro- 
2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 
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10/593,667 



Ph 




.C02H 



RN 208759-24-4 HCAPLUS 

CN Benzoic acid, 3 , 5-dichloro-4-hydroxy-, 

4- [ [ [1- [2- [ [ (IS) -2-carboxy-l-formylethyl] amino] -2-oxoethyl ] -2 , 3-dihydro-2- 
oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ] amino] carbonyl] -2, 6-dichlorophenyl 
ester (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 208759-26-6 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-2-oxo-5-phenyl-3- [ (phenylsulf onyl) amino] - 
1H-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




.C0 2 H 



RN 208759-28-8 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-2-oxo-3- [ ( 2-oxo-2-phenylacetyl ) amino] -5- 
phenyl-lH-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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10/593,667 



Ph 




RN 208759-30-2 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro- 3- [ ( 1-naphthalenylcarbonyl ) amino] -2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME ) 

Absolute stereochemistry. 




,C0 2 H 



RN 208759-32-4 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ ( 2-naphthalenylcarbonyl ) amino] -2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 



Ph 




,C0 2 H 



RN 208759-38-0 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ [ ( 4-methoxyphenyl ) sulfonyl] amino] -2- 
oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 



Absolute stereochemistry. 



10/593,667 



Ph 




.C02H 



RN 208759-39-1 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [ (5-chloro-2-methoxyphenyl) sulfonyl] amino] -2, 3- 
dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] -4-oxo-, 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




.C02H 



RN 208759-40-4 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ ( 1-naphthalenylsulf onyl) amino] -2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 

Absolute stereochemistry. 




,C0 2 H 



RN 208759-41-5 HCAPLUS 

CN Butanoic acid, 3- [ [2- [2, 3-dihydro-3- [ ( 2-naphthalenylsulf onyl ) amino] -2-oxo- 
5-phenyl-lH-l, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX 
NAME) 



Absolute stereochemistry. 



10/593,667 



Ph 




CHO 



,C0 2 H 



RN 208759-42-6 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [ [2- (acetylamino) -4-methyl-5- 

thiazolyl] sulfonyl] amino] -2, 3-dihydro- 2-oxo-5-phenyl-lH-l , 4-benzodiazepin- 
1-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME ) 

Absolute stereochemistry. 



RN 208759-43-7 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [ (2, 6-dichlorophenyl) sulf onyl] amino] -2, 3-dihydro- 
2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 208759-44-8 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-5-phenyl-3- 

[ [ (phenylmethyl ) sulfonyl] amino] -1H-1, 4-benzodiazepin-l-yl] acetyl] amino] -4- 
oxo-, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 



AcNH. 




Ph 




10/593,667 



Ph 




.C02H 



RN 208759-45-9 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [ (2, 5-dimethoxyphenyl) sulfonyl] amino] -2, 3-dihydro 
2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 



RN 208759-46-0 HCAPLUS 

CN Butanoic acid, 3- [[ [3- [[ ( 2-amino-4-thiazolyl ) (methoxyimino) acetyl] amino] - 
2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, 
(3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



RN 208759-47-1 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-3- [ [ 2-oxo-2- ( 3 , 4 , 5- 

trimethoxyphenyl ) acetyl ] amino] -5-phenyl-lH-l , 4-benzodiazepin-l- 
yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




Ph 
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OMe Ph 




RN 208759-48-2 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-3- [ [ 2-oxo-2- ( 2- 

thienyl) acetyl] amino] -5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] - 
oxo-, (3S)- (CA INDEX NAME ) 

Absolute stereochemistry. 



Ph 




.C0 2 H 



RN 208759-49-3 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [2- (2, 6-dimethoxyphenyl ) -2-oxoacetyl ] amino] -2, 
dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




,C0 2 H 



RN 208759-50-6 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ ( 3-chloro-4-hydroxybenzoyl ) amino] -2, 3-dihydro- 
oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S) - (CA 
INDEX NAME) 



Absolute stereochemistry. 



10/593,667 



Ph 




.C02H 



RN 208759-51-7 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [ [4- (acetylamino) phenyl] sulfonyl] amino] -2, 3- 
dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] -4-oxo-, 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 




.C02H 



RN 208759-52-8 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [[ [4- (acetylamino) -3-chlorophenyl] sulfonyl] amino] 
2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo- 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




,C0 2 H 



RN 208759-53-9 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 2 , 3-dihydro-2-oxo-5-phenyl-3- [ ( 8- 

quinolinylsulf onyl ) amino] -1H-1, 4-benzodiazepin-l-yl] acetyl] amino] -4-oxo-, 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



10/593,667 




.C02H 



RN 208759-54-0 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [ [5- (dimethylamino) -1- 

naphthalenyl] sulfonyl] amino] -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4- 
benzodiazepin-l-yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME ) 

Absolute stereochemistry. 



NMe 2 




.C0 2 H 



RN 208759-55-1 HCAPLUS 

CN Benzoic acid, 4- [ [ [ 1— [2— [ [ (IS) -2-carboxy-l-f ormylethyl ] amino] -2-oxoethyl ] - 
2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ] amino] sulfonyl] - (CA 
INDEX NAME) 

Absolute stereochemistry. 



Ph 




.C02H 



RN 208759-56-2 HCAPLUS 

CN Butanoic acid, 3- [ [2- [3- [ [ (3, 5-dichloro-4-hydroxyphenyl) sulfonyl] amino] - 

2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] -4-oxo-, 
(3S)- (CA INDEX NAME) 



10/593,667 



Absolute stereochemistry. 



Ph 




.C02H 



RN 208759-57-3 HCAPLUS 

CN 1H-1, 4-Benzodiazepine-l-acetamide, 

7-amino-2, 3-dihydro-3- [ ( 4-hydroxy-3 , 5-dimethylbenzoyl ) amino] -2-oxo-5- 
phenyl-N- [ (3S) -tetrahydro-5-oxo-2- (phenylmethoxy ) -3-furanyl] - (CA INDEX 
NAME) 

Absolute stereochemistry. 



Ph 




RN 208759-58-4 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 7- ( acetylamino ) -2 , 3-dihydro-3- [ ( 4-hydroxy-3 , 5- 
dimethylbenzoyl ) amino] -2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l- 
yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 208759-59-5 HCAPLUS 

CN Butanoic acid, 3- [ [ 2- [ 7-amino-2 , 3-dihydro-3- [ ( 4-hydroxy-3 , 5- 
dimethylbenzoyl ) amino] -2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l- 

155 



10/593,667 

yl] acetyl] amino] -4-oxo-, (3S)- (CA INDEX NAME ) 
Absolute stereochemistry. 



Ph 




,C0 2 H 



IT I08895-98--3 204322-85-0 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(inhibitors of interleukin-ip converting enzyme) 
RN 108895-98-3 HCAPLUS 

CN Carbamic acid, N- (2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-3-yl ) -, 
phenylmethyl ester (CA INDEX NAME) 



Ph 




RN 204322-85-0 HCAPLUS 

CN 1H-1 , 4-Benzodiazepine-l-acetic acid, 

3- [ [ ( 9H-f luoren-9-ylmethoxy ) carbonyl] amino] -2, 3-dihydro-2-oxo-5-phenyl- 
(CA INDEX NAME) 



Ph 




IT 208759-33-5DP, resin-bound 2 0 8 7 59 } 4-6 DP, resin-bound 
208 7' B! BP, resin-bound 208';">9~3£~8DP, resin-bound 

2 0 8 7 5 9 - 3 7 -- 9 p 2 0 87 5 9 - 6 0 - 8 P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(inhibitors of interleukin-l|} converting enzyme) 



10/593,667 

RN 208759-33-5 HCAPLUS 

CN Cyclohexanecarboxylic acid, 4- [ [ [ [ 2- [ ( 2S ) -4- ( 1 , 1-dimethylethoxy ) -2- [ [ 2- [3- 
[ [ ( 9H-f luoren-9-ylmethoxy ) car bony 1 ] amino] -2 , 3-dihydro-2-oxo-5-phenyl-lH- 
1, 4-benzodiazepin-l-yl] acetyl] amino] -4- 

oxobutylidene] hydrazinyl] carbonyl] amino] methyl ] -, trans- (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



PAGE 1-A 




RN 208759-34-6 HCAPLUS 

CN Cyclohexanecarboxylic acid, 4- [ [ [ [ 2- [ ( 2S ) -2- [ [ 2- ( 3-amino-2 , 3-dihydro-2-oxo- 
5-phenyl-lH-l , 4-benzodiazepin-l-yl) acetyl] amino] -4- ( 1 , 1-dimethylethoxy) -4- 
oxobutylidene] hydrazinyl] carbonyl] amino]methyl] -, trans- (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



Ph 




„C02H 



RN 208759-35-7 HCAPLUS 
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10/593,667 



CN Cyclohexanecarboxylic acid, 4- [ [ [ [2- [ (2S) -2- [ [2- [3- [ (3, 5-dichloro-4- 

methoxybenzoyl ) amino] -2, 3-dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l- 
yl] acetyl] amino] -4- ( 1 , 1-dimethylethoxy ) -4- 

oxobutylidene] hydrazinyl] carbonyl] amino] methyl ] -, trans- (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



PAGE 1-A 

Ph 
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RN 208759-36-8 HCAPLUS 

CN Cyclohexanecarboxylic acid, 4- [ [ [ [2- [ (2S) -2- [ [2- [3- (benzoylamino) -2, 3- 
dihydro-2-oxo-5-phenyl-lH-l , 4-benzodiazepin-l-yl ] acetyl] amino] -4- (1,1- 
dimethylethoxy ) -4-oxobutylidene ] hydrazinyl] carbonyl] amino] methyl] -, trans- 
(CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 



Ph 




k C02H 



RN 208759-37-9 HCAPLUS 

CN 1H-1 , 4-Benzodiazepine-l-acetic acid, 

2, 3-dihydro-2-oxo-5-phenyl-3- [ [ (phenylmethoxy ) carbonyl] amino] -, methyl 



ester (CA INDEX NAME) 



10/593,667 



Ph 




RN 208759-60-8 HCAPLUS 

CN Butanoic acid, 4- [ 2- ( aminocarbonyl ) hydrazinylidene] -3- [ [ 2- [ 2 , 3-dihydro-2- 
oxo-5-phenyl-3- [ [ (phenylmethoxy ) carbonyl] amino] -1H-1, 4-benzodiazepin-l- 
yl] acetyl] amino] -, 1 , 1-dimethylethyl ester, (3S)- (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry unknown. 
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AB Diazepinoindole derivs. I [R = H, alkyl, or alkoxy; A = mono- to 

trisubstituted aryl or heteroaryl] and their racemic forms, enantiomers, and 
pharmaceutically acceptable salts, including novel compds . , are useful for 
treatment of disorders requiring therapy with phosphodiesterase IV (PDE IV) 
inhibitors. Examples include prepns. of approx. 75 I and 15 precursors, plus 
a general tablet formulation, and several bioassays of selected compds. For 
instance, amidation of 3-amino-l-phenyl-6 , 7-dihydro-3H- [ 1 , 4 ] diazepino [ 6 , 7 , 1- 
hi] indol-4-one with imidazo [ 1 , 2-a] pyridine-2-carboxylic acid, using the 
reagent PyBrop and Et3N in THF, gave 71% title compound II. In a test for 
inhibition of guinea pig tracheal PDE IV in vitro, I were approx. 2-3 times as 
active as rolipram, e.g., 3.7 times in the case of II. Another compound 
showed no oral toxicity in rats at 100 mg/kg/day, and 2 other compds. showed 
no emetic effects in dogs at 3 mg/kg i.v. 

IT 9 1 >3 H 

179024-55-6? 179024-56-7P 1 79024-58-9P 
179024-60-3? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of diazepinoindoles as phosphodiesterase IV 
inhibitors ) 
RN 179024-50-1 HCAPLUS 
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CN L-Phenylalanine, N-acetyl-, compd. with 

(R) -3-amino-6, 7-dihydro-l-phenylpyrrolo [3,2, 1-jk] [1,4] benzodiazepin-4 (3H) - 
one (1:1) (9CI) (CA INDEX NAME ) 

CM 1 

CRN 126252-50-4 
CMF C17 H15 N3 0 

Absolute stereochemistry. Rotation (+) . 




CM 



2 



CRN 
CMF 



2018-61-3 
Cll H13 N 03 



Absolute stereochemistry. Rotation (+) . 




RN 
CN 



179024-51-2 HCAPLUS 

Pyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-4 (3H) -one, 
3-amino-6, 7-dihydro-9-methyl-l-phenyl- (CA INDEX NAME) 




RN 
CN 



179024-53-4 HCAPLUS 

Pyrrolo [3, 2, 1-jk] [1,4] benzodiazepine-3 , 4-dione, 

6, 7-dihydro-9-methyl-l-phenyl-, 3-oxime (CA INDEX NAME) 
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RN 179024-55-6 HCAPLUS 

CN Butanedioic acid, 2 , 3-bis [ ( 4-methylbenzoyl ) oxy ] -, [R- (R* , R* ) ] -, compd. 
with (R) -3-amino-6 , 7-dihydro-9-methyl-l-phenylpyrrolo [3,2,1- 
jk] [l,4]benzodiazepin-4(3H)-one (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 179024-54-5 
CMF C18 H17 N3 0 

Absolute stereochemistry. Rotation (+) . 




CM 2 

CRN 32634-66-5 
CMF C20 H18 08 

Absolute stereochemistry. Rotation (-) . 




RN 179024-56-7 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methoxy-l-phenyl- (CA INDEX NAME) 




179024-58-9 HCAPLUS 

Pyrrolo [3, 2, 1-jk] [1,4] benzodiazepine-3 , 4-dione, 

6, 7-dihydro-9-methoxy-l-phenyl-, 3-oxime (CA INDEX NAME) 
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RN 179024-60-3 HCAPLUS 

CN Butanedioic acid, 2 , 3-bis [ ( 4-methylbenzoyl ) oxy] -, [R- (R* , R* ) ] -, compd. 
with (R) -3-amino-6, 7-dihydro-9-methoxy-l-phenylpyrrolo [3,2,1- 
jk] [l,4]benzodiazepin-4(3H)-one (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 179024-59-0 
CMF C18 H17 N3 02 

Absolute stereochemistry. Rotation (+) . 




CM 2 

CRN 32634-66-5 
CMF C20 H18 08 

Absolute stereochemistry. Rotation (-) . 




IT I79023-97-3P 

RL: ADV (Adverse effect, including toxicity); BAC (Biological activity or 
effector, except adverse) ; BSU (Biological study, unclassified) ; RCT 
(Reactant); SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological study); PREP (Preparation); RACT (Reactant or reagent); USES 
(Uses) 

(preparation of diazepinoindoles as phosphodiesterase IV inhibitors) 
RN 179023-97-3 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RL: ADV (Adverse effect, including toxicity); BAC (Biological activity or 
effector, except adverse) ; BSU (Biological study, unclassified) ; SPN 
(Synthetic preparation); THU (Therapeutic use); BIOL (Biological study); 
PREP (Preparation); USES (Uses) 

(preparation of diazepinoindoles as phosphodiesterase IV inhibitors) 
RN 179024-04-5 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-48-7 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ ( 3R) -3 , 4 , 6 , 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




IT 179024-24-9P 179024-28-3P 179024-29-4P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biologica 
study, unclassified); RCT (Reactant); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(preparation of diazepinoindoles as phosphodiesterase IV inhibitors) 

RN 179024-24-9 HCAPLUS 

CN Benzamide, 2- (acetyloxy) -N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2, 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. Rotation ( + ) . 




RN 179024-28-3 HCAPLUS 

CN Carbamic acid, [4- [ [ [ (3R) -3, 4, 6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3, 2, 1- 
jk] [1,4] benzodiazepin-3-yl ] amino] carbonyl] -3-pyr idinyl ] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 179024-29-4 HCAPLUS 

CN 4-Pyridinecarboxamide, 3-amino-N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. 




'9023--80-4P 
'9023-83-7P 
'9023-86-OP 
'9023-89-3P 
'9023-92-8P 
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IT 126371-30-0? l /9U23-7fc-8P I 

179023-81-5P 179023-82-6P 1' 

179023-84-8P 179023-85-9P .1' 

179023-87-1? 179023-88-2P 1 ' 

179023-90-6P 179023 --9 1- 7P 1 



10/593,667 



:4-2i 




;4-2; 




179024-33-0P 1 



S-7P 1 



: 9024-3b~2P 179024-36-3P 1 79024--37-4P 
'9024-38-5P l'79024-39--6F 179024--40-9P 
'9024-41-0? 179024-42-1F 179024-43-2P 



RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of diazepinoindoles as phosphodiesterase IV inhibitors) 
RN 126371-30-0 HCAPLUS 

CN lH-Indole-2-carboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. 



RN 179023-76-8 HCAPLUS 

CN 5-Pyrimidinecarboxamide, 2-chloro-N- ( 3 , 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1,4] benzodiazepin-3-yl ) -4- (trif luoromethyl ) - (CA 
INDEX NAME) 



RN 179023-77-9 HCAPLUS 

CN Imidazo [ 1 , 2 -a] pyridine- 2 -car boxamide, 

N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2, 1-jk] [1,4] benzodiazepin-3- 
yl)- (CA INDEX NAME) 
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RN 179023-78-0 HCAPLUS 

CN Benzamide, 2-f luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179023-79-1 HCAPLUS 

CN Benzamide, 3-f luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179023-80-4 HCAPLUS 

CN Benzamide, 4-f luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179023-81-5 HCAPLUS 

CN Benzamide, 2-chloro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 179023-82-6 HCAPLUS 

CN Benzamide, 3-chloro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179023-83-7 HCAPLUS 

CN Benzamide, 2-iodo-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179023-84-8 HCAPLUS 

CN Benzamide, 3-chloro-4-f luoro-N- (3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179023-85-9 HCAPLUS 

CN Benzamide, 3, 4-dichloro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179023-86-0 HCAPLUS 

CN Benzamide, 2-methyl-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179023-87-1 HCAPLUS 

CN Benzamide, 2-methoxy-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179023-88-2 HCAPLUS 

CN Benzamide, 3-methoxy-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 179023-89-3 HCAPLUS 

CN Benzamide, 4-methoxy-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179023-90-6 HCAPLUS 

CN Benzamide, 5-chloro-2-methoxy-N- (3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 179023-91-7 HCAPLUS 

CN Benzamide, 4- ( acetylamino ) -N- (3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179023-92-8 HCAPLUS 

CN 2-Pyridinecarboxamide, N- (3, 4, 6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2, 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179023-93-9 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179023-94-0 HCAPLUS 

CN 3-Quinolinecarboxamide, N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3, 2 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179023-95-1 HCAPLUS 

CN 6-Quinolinecarboxamide, N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2, 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179023-96-2 HCAPLUS 

CN 4-Quinolinecarboxamide, 2-methyl-N- (3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 179023-98-4 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- (3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, monohydrochloride, (R) 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




# HC1 



RN 179024-00-1 HCAPLUS 

CN Isoquinolinium, 2-methyl-3- [ [ (3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1,4] benzodizepin-3-yl ) amino] car bony 1] -, (R) -, 
fluorosulfate (9CI) (CA INDEX NAME) 
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CM 1 

CRN 179023-99-5 
CMF C28 H23 N4 02 

Absolute stereochemistry. 




CM 2 

CRN 15181-47-2 
CMF F 03 S 




RN 179024-01-2 HCAPLUS 

CN Imidazo [ 1 , 2-a] pyrimidine-2-carboxamide, 

N- (3 , 4, 6 , 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1-jk] [1,4] benzodiazepin-3- 
yl)-, (-)- (CA INDEX NAME) 

Rotation (-) . 




RN 179024-02-3 HCAPLUS 

CN Pyrazolo [5, 1-c] [1, 2, 4] triazine-3-carboxamide, 

4, 7-dimethyl-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179024-03-4 HCAPLUS 

CN 3-Quinolinecarboxamide, N- (3, 4, 6, 7-tetrahydro-9-methyl-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 179024-05-6 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- (3, 4, 6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ) - (CA INDEX NAME) 




RN 179024-06-7 HCAPLUS 

CN Benzamide, 3-chloro-N- ( 3 , 4 , 6 , 7-tetrahydro-9-methoxy-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-07-8 HCAPLUS 
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CN Benzamide, 4-chloro-N- [ (3R) -3,4,6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




•OMe 



RN 179024-08-9 HCAPLUS 

CN 4-Pyridinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-09-0 HCAPLUS 

CN 3-Quinolinecarboxamide, N- [ (3R) -3, 4, 6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-10-3 HCAPLUS 

CN 6-Quinolinecarboxamide, N- (3, 4, 6, 7-tetrahydro-9-methoxy-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl) -, (R)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. Rotation ( + ) . 
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RN 179024-11-4 HCAPLUS 

CN 3-Isoquinolinecarboxamide, N- [ (3R) -3,4,6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-12-5 HCAPLUS 

CN Pyrazolo [5, 1-c] [ 1 , 2 , 4 ] triazine-3-carboxamide, 

4, 7-dimethyl-N- [ (3R) -3, 4, 6, 7-tetrahydro-9-methoxy-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-13-6 HCAPLUS 

CN Benzamide, 2, 4-dif luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 179024-14-7 HCAPLUS 

CN Benzamide, 2, 5-dif luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-15-8 HCAPLUS 

CN Benzamide, 3, 4-dif luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-16-9 HCAPLUS 

CN Benzamide, 3, 5-dif luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-17-0 HCAPLUS 

CN Benzamide, 2, 4-dichloro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotation (+) 
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RN 179024-18-1 HCAPLUS 

CN Benzamide, 3, 5-dichloro-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-19-2 HCAPLUS 

CN Benzamide, N- (3, 4, 6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 

jk] [l,4]benzodiazepin-3-yl)-3,5-bis(trifluoromethyl)-, (R)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-20-5 HCAPLUS 

CN Benzamide, 3, 4-dimethoxy-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4] benzodiazepin-3-yl) -, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179024-21-6 HCAPLUS 

CN Benzamide, 3-chloro-4-methoxy-N- (3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-22-7 HCAPLUS 

CN Benzamide, 4-amino-3, 5-dichloro-N- [ (3R) -3,4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-23-8 HCAPLUS 

CN Benzamide, 2- ( acetylamino ) -N- (3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 179024-25-0 HCAPLUS 

CN Benzamide, 2-hydroxy-N- (3,4,6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4] benzodiazepin-3-yl) -, monopotassium salt, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




#K 



RN 179024-26-1 HCAPLUS 

CN 3-Pyridinecarboxamide, 5, 6-dichloro-N- (3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-27-2 HCAPLUS 

CN 4-Pyridinecarboxamide, 3 , 5-dichloro-N- [ (3R) -3, 4, 6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 179024-30-7 HCAPLUS 

CN 4-Pyridinecarboxamide, 3- (acetylamino) -N- (3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. 




RN 179024-31-8 HCAPLUS 

CN 4-Pyridinecarboxamide, 3- [ ( cyclopropylcarbonyl ) amino] -N- (3,4,6,7- 

tetrahydro-4-oxo-l-phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ) -, (R) 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 179024-32-9 HCAPLUS 

CN Pyrazinecarboxamide, N- (3, 4, 6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 
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RN 179024-33-0 HCAPLUS 

CN 2-Thiophenecarboxamide, N- (3, 4, 6, 7-tetrahydro-4-oxo-l-phenylpyrrolo [3,2,1- 
jk] [1, 4]benzodiazepin-3-yl)-, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-34-1 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-N- (3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 179024-35-2 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-6-f luoro-N- (3,4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-36-3 HCAPLUS 

CN 3-Quinolinecarboxamide, 4, 6-dichloro-N- (3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. Rotation (+) 
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RN 179024-37-4 HCAPLUS 

CN 3-Quinolinecarboxamide, 4, 8-dichloro-N- (3,4,6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-38-5 HCAPLUS 

CN 3-Quinolinecarboxamide, 6-bromo-4-chloro-N- (3,4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-3-yl) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-39-6 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-6-methyl-N- (3,4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179024-40-9 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-8-methyl-N- (3,4,6, 7-tetrahydro-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-41-0 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-6-methoxy-N- (3,4,6, 7-tetrahydro-4-oxo-l 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-42-1 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-8-methoxy-N- (3,4,6, 7-tetrahydro-4-oxo-l 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 



10/593,667 




RN 179024-43-2 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-5, 7-dimethyl-N- (3,4,6, 7-tetrahydro-4-oxo- 
1-phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-44-3 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-5, 8-dimethyl-N- ( 3 , 4, 6, 7-tetrahydro-4-oxo- 
1-phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-45-4 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-6, 8-dimethyl-N- (3,4,6, 7-tetrahydro-4-oxo- 
1-phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179024-46-5 HCAPLUS 

CN 3-Quinolinecarboxamide, 4-chloro-7, 8-dimethyl-N- (3,4,6, 7-tetrahydro-4-oxo- 
1-phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-47-6 HCAPLUS 

CN Benzamide, 2-methoxy-N- [ (3R) -3, 4, 6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [1, 4 ] benzodiazepin-3-yl] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 




RN 179024-49-8 HCAPLUS 

CN Pyrazolo [5, 1-c] [ 1 , 2 , 4 ] triazine-3-carboxamide, 

4, 7-dimethyl-N- [ (3R) -3,4,6, 7-tetrahydro-9-methyl-4-oxo-l- 
phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ] - (CA INDEX NAME) 

Absolute stereochemistry. Rotation ( + ) . 
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RN 179236-85-2 HCAPLUS 

CN Benzamide, 3, 4, 5-trimethoxy-N- (3, 4, 6, 7-tetrahydro-4-oxo-l- 

phenylpyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-3-yl ) -, (R)- (9CI) (CA INDEX 
NAME ) 

Absolute stereochemistry. Rotation ( + ) . 




IT 126252-50-4P 179024-54-5P 179024--59-0P 

RL: PUR (Purification or recovery); RCT (Reactant); SPN (Synthetic 
preparation); PREP (Preparation); RACT (Reactant or reagent) 

(preparation of diazepinoindoles as phosphodiesterase IV inhibitors) 

RN 126252-50-4 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-l-phenyl-, (3R)- (CA INDEX NAME) 

Absolute stereochemistry. Rotation (+) . 




RN 179024-54-5 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methyl-l-phenyl-, (3R)- (CA INDEX NAME) 



Absolute stereochemistry. Rotation ( + ) . 
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RN 179024-59-0 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [1, 4] benzodiazepin-4 (3H) -one, 

3-amino-6, 7-dihydro-9-methoxy-l-phenyl-, (3R)- (CA INDEX NAME ) 

Absolute stereochemistry. Rotation (+) . 




IT 126149-54-0 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(starting material; preparation of diazepinoindoles as phosphodiesterase IV 
inhibitors) 
RN 126149-54-0 HCAPLUS 

CN Pyrrolo [3, 2, 1-jk] [ 1 , 4 ] benzodiazepin-4 ( 3H) -one, 
3-amino-6, 7-dihydro-l-phenyl- (CA INDEX NAME) 
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FILE 'HCAPLUS' ENTERED AT 16:40:23 ON 22 OCT 2008 
E DOWDELL VERITY/AU 
8 SEA ABB=ON ("DOWDELL VERITY" /AU OR "DOWDELL VERITY C L"/AU) 
E KELSEY RICHARD/AU 

13 SEA ABB=ON ("KELSEY RICHARD" /AU OR "KELSEY RICHARD D"/AU OR 
"KELSEY RICHARD DAVID" /AU) 

E CARTER MALOLM/AU 
E CARTER MALCOLM/AU 
E ALBER DAGMAR/AU 
71 SEA ABB=ON ("ALBER D'VAU OR "ALBER D G"/AU OR "ALBER DAGMAR" / A 
U) 

E HENDERSON ELISA/AU 

14 SEA ABB=ON ("HENDERSON ELISA'VAU OR "HENDERSON ELISA A"/AU OR 
"HENDERSON ELISA ANN " / AU ) 

E HENDERSON ELISA/AU 
6 SEA ABB=ON "HENDERSON ELISA" /AU 
3 SEA ABB=ON LI AND L2 AND L3 AND L4 AND L5 

SELECT RN L6 2-3 



FILE 'REGISTRY' ENTERED AT 16:42:03 ON 22 OCT 2008 
L7 341 SEA ABB=ON ( 406940-52-1/BI OR 406941-75-1/BI OR 406942-68-5/BI 

OR 406943-07-5/BI OR 406944-37-4/BI OR 543700-68-1/BI OR 
682754-93-4/BI OR 682755-55-1/BI OR 682755-63-1/BI OR 682755-73 
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865724-49-8/BI OR 865788-63-2/BI OR 1019852-79-9/BI OR 
1019852-94-8/BI OR 103343-47-1/BI OR 103373-17-7/BI OR 
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BI OR 115029-24-8/BI OR 116842-74-1/BI OR 119082-97-2/BI OR 
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3/BI OR 21278-86-4/BI OR 2148-56-3/BI OR 216959-92-1/BI OR 
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OR 26095-36-3/BI OR 299181-75-2/BI OR 301353-36-6/BI OR 
317846-22-3/BI OR 337508-64-2/BI OR 34040-63-6/BI OR 34776-79-9 
/BI OR 3680-02-2/BI OR 368870-46-6/BI OR 368870-47-7/BI OR 
368870-49-9/BI OR 368870-50-2/BI OR 380339-63-9/BI OR 380605-23 
-2/BI OR 39067-29-3/BI OR 39093-93-1/BI OR 400750-49-4/BI OR 
400878-25-3/BI OR 4025-64-3/BI OR 4173-63-1/BI OR 42106-48-9/BI 

OR 423768-54-1/BI OR 4389-45-1/BI OR 4389-50-8/BI OR 446-08-2/ 
BI OR 478628-20-5/BI OR 53020-07-8/BI OR 5326-23-8/BI OR 
5345-47-1/BI OR 5470-18-8/BI OR 59377-19-4/BI OR 6338-41-6/BI 
OR 635-21-2/BI OR 676127-99-4/BI OR 676128-01-1/BI OR 676128-02 
-2/BI OR 676128-03-3/BI OR 676128-04-4/BI OR 676128-05-5/BI OR 
676128-06-6/BI OR 676128-07-7/BI OR 676128-08-8/BI OR 676128-09 
-9/BI OR 676128-10-2/BI OR 676128-11-3/BI OR 676128-12-4/BI OR 
676128-13-5/BI OR 676128-14-6/BI OR 676128-15-7/BI OR 676128-16 
-8/BI OR 676128-17-9/BI OR 676128-18-0/BI OR 676128-19-1/BI OR 
676128-20-4/BI OR 676128-21-5/BI OR 676128-22-6/BI OR 676128-23 
-7/BI OR 676128-24-8/BI OR 676128-25-9/BI OR 676128-26-0/BI OR 
676128-27-1/BI OR 676128-28-2/BI OR 676128-29-3/BI OR 676128-30 
-6/BI OR 676128-31-7/BI OR 676128-32-8/BI OR 676128-33-9/BI OR 
676128-34-0/BI OR 676128-35-1/BI OR 676128-36-2/BI OR 676128-37 
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L8 



FILE 'HCAPLUS' ENTERED AT 16:42:38 ON 22 OCT 2008 
2 SEA ABB=ON L6 AND L7 



L9 

L10 

Lll 



FILE 'REGISTRY' ENTERED AT 16:43:49 ON 22 OCT 2008 
STR 

50 SEA SSS SAM L9 
8863 SEA SSS FUL L9 



L12 
L13 



FILE 'HCAPLUS' ENTERED AT 16:45:21 ON 22 OCT 2008 
962 SEA ABB=ON Lll 
46 SEA ABB=ON L12 AND (RSV+ALL OR ? ASTHMA? OR (7CHRONIC? (W) ?OBSTR 
?(W)?PULM? OR 7LUNG?) (W) 7DISEAS?) 



L14 
L15 
L16 



FILE 'REGISTRY' ENTERED AT 16:48:38 ON 22 OCT 2008 
STRUCTURE 865471-08-5 

0 SEA SSS SAM L14 

1 SEA ABB=ON 8 6 5 4 7 1-0 8-5 /RN 



FILE 'HCAPLUS' 



ENTERED AT 16:49:22 ON 22 OCT 2008 
ABB=ON LI 6 
ABB=ON L13 OR L17 

ABB=ON L18 AND ( PRD<2 0 0 4 0 3 1 9 OR PD<20040319) 
ABB=ON L17 OR L19 



L17 
L18 
L19 
L20 



3 SEA 

46 SEA 

2 3 SEA 

2 6 SEA 
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STRUCTURE FILE UPDATES: 21 OCT 2008 HIGHEST RN 1064205-90-8 
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TSCA INFORMATION NOW CURRENT THROUGH July 5, 2008. 



Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 
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